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(54)TiCtc: FUSED-RING CARBOXYLIC ACID DERIVATIVES 



(57) Abstract 

Fused-ring carboxylic acid derivatives represented 
by general formula (A) and pharmacologicalty acceptable 
salts thereof, which can provide medicines excellent in 
rctinoic acid receptor agonist activities, wherein the symbol 

represents a single or double bond; and each of X, 
Y, Z. P. Q. U. V and W represents -0-, -S- or a group 
represented by formula (a), wherein R^ (k:l-8) represents 
hydrogen, halpgeno, optionally substituted lower alkyl, 
etc.. and either R' or R' represents a group represented 
by formula (b), wherein rings A and B represent each 
independently an optionally substituted aromatic 
hydrocarbon or unsaturated heterocyclic ring; and D 
represents an optionally protected carboxyl group. 
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13 


3. 1 


940 


2100 


77 


0.-35 


65 


130 


16 


l.O 


74 


410 


90 


3. 1 


450 


1400 


17 


0. 25 


24 


120 


110 


0.47 


210 


790 


20 


0.66 


59 


300 


113 


0.80 


24 


150 


23 


0,-40 


_67 


330 


127 


1. 8 


240 


3600 - 


25 


0. 65 


62 


63 


129 


4. 4 


1050 


2400 


27 


0. 63 


170 


1000 


133 


3.2 


250 


780 


42 


0. 33 


91 


790 


147 


N. T. 


N. T. 


N. T. 


46 


0. 63 


14 


240 




1 





N. T. ;Not tested - ; >4000 
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^msiim : mmm^^u&. *Att*fie«. ^yo^Ktt#ffi 
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LTig pfiijiwft-^ LT t> J: v^ t; ^m. ait^K ^^mm. Mism^i 
ii^^Ai: tr 1 nhit *) \ i^o. oa-iooomg. nt L < no. i~ 

SOOmg, ^ hiZitf-t L < no. l~100mgS: 1 B l-jBcHUw^^lfClg-^i- 

att^fij t Lxik^-t ^m^nm^f^ i ~3ooo/i g/kg-c?^ ^ . ttj-t 

L < lii^ 3 -1000// g/kgTfc5o 
I- J: "9 9 r r- # 5 . 

^#1. mmm. t&tR^HK *fe^K ^i*^^^k tii&itm^i t'^mz.tz 

-±-IEI£J^^)..i:.L T I10iJ..;t.li, IL^, zi—y 7. ^ -'r^ B n. yh' 
h 7 y K . -fef 7 . -fe 7 y ^ , t ^i^y^ k' /u-t = — ^ , 

t K n dp n t' ;U ^ /L' -fe /I' n — , a: > g| /U -i? A , 7^ dr 

2 5 
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ffiw^, *«<t«, t^Sfts^- 



2 6 
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m ^ m 

/Uy='— ^ llVarian UNITY 400 (400MHz) 7^^^ hcpt— — -^iij^ 

mmmi 

5, 8-v=p'^/^-2-■:^7^/^7=^t:K 




^S#ia^T, 5. 8 - v^p» ^/Ux h 7 D V25g$r > ^ y — /l'2O0 

muzm^L. :Ltnz-^mit^-'y m-i- h v ^'A3.og^o x:xm^tzo 

^^,#H^T, T/U =» ->^ufls:23. 7g^ N. N - ^ yu 7^ A T ? 

ts.s 5i}tiS:'k^^ioo'cx 2mfs\mmmwLtz, mis.t.xm'^'ik.- 

7k, 9g^^Dx.--=^r•t^>' (200inlX4) X^tHLtz, 
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^ n n v; T / V / ^ ^ ^ 50. 9g«r »n ;t , r «r 1. 5B# 

'H-NMR(CDCls. 400MHz) 6 : 

2.69(s.3H).2.76U.3H).7.3l(d.lH,J=7.2H.). 

7 37(d.lH.J=7.2Hz).7.99(dd,lH.J=1.6.8.8Hz). 
8.U(d,.H,>J=8.4Hz).8.51(d.lH,J=1.6H.).I0.2(s.lH) 

K it 0»1 2 

,CHO 




'H-NMR(CDC1 3. 400MHz) 6 : 

. 50(3. 3H). 2. 68(s.3H). 7.32(3. lH).7.62(s.lH), 

7.9l(dd.lH.J=I.6.8.4Hz).8.03(d.lH.J=8.4). 
8.23(d.,lH.J = 1.6Hz).10.l4(s.lH) 

2-->T/-5, 6, 



2 8 
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30rol(:i^/i?L, '^'> J^(D^^i-:^^m (1.6M) 

SriSTL. LDAi:mmLtio Zti[Z^ ^ - 'yT J -T u \^ ir T 
t K v^;^ ^/uT-ir ^ — /us. 7k<75x h 7 t K p 7 7 ^^gEjSE (lOml) 
S:- 7 "CT'jgT 1 B#R3 w L/c, 2. 3, 4. 

5 - X h 7 f'/U'O' XT /^x fc K4. 7g(7>x K 7 t Kn 7 7 >'^Jl$ 
(lOnl) ?:-78iC-ejgT L. ^ O * t o < 19 - 20t: t T # L 

(50niix3) . ^^Ji ^foiJ-ttTfiafttfeigTKTj^^ L. «;i^S5K-^ 
<J^y/U;577^^n^ h^77-c L. 8. 8g(^ > /l' T /l^ 

L (50mlx2) , ^*)i?1tT;ic. «afP;^K7K?fl-^ h ^ AtK 

'H-NMR(CDCl3, 400MHz) 5 : 

2.45(s, 3H), 2. 46 (s, 3H) . 2. 62(s,3H). 2. 63 (s, 3H) . 
7. 56 (dd. IH, J=l. 6. 8. 8Hz), 8. 09 (d, IH. J=8. 8Hz), 

2 9 
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8.42(d. IH. J = l.6H) 
4 

5, 6. 7. 8-xh^^^/^-2-^^^^--^»^* 



CHO 




^^^^r^s^fi-.^'^^^^-^** "-"O 5.7.1% O'er*.**:. 

'H-NMR(CDC1 J, 400MHz) 6 ; 
^ ' ■ 2/46(s:3H):2:47(s.3Hy.2.65(.r3H).2;72(s^ - 

7.90(dd.lH,J=l.6.8.8Hz).8.14(d.lH.J=8.8Hz). 
8.55(d.lH.J = 1.6Hz).l0.l6(s.lH) 

Mea ^ - 'CN 
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m-r i^^T/i-x t h' X V) mmm 3 1 mmi^ Lx 'i^tz, 

'H-NMR(CDCl3, 400MHz) 8 ; 

3. 94(s. 3H). 7. 15(d. IH, J=2. 8H2). 7. 28(dd. IH, J=2. 4, 9. 2Hz). 
7. 47 (dd, IH, J=l. 6. 8. 4Hz) , 7. 78 (d. IH, J=9. 2H2) , 
7. 83(d, IH, J=8.4Hz),8. iKs. IH) 



^ n zj pc ^ i^X-mUL (I00mlx2) , ^fift® T ;K , fiSfti^ 

'H-NMR(CDCl3, 400MHz) 6 ; 

4. 10(S, 3H). 7. 48(d. IH. J=8. 8H2) , 7. 57(dd. IH, J=l. 2. 8. 4Hz), 
7.86(d. IH. J=8.4Hz).8. ll(d. IH, J=8. 8Hz) . 9. 74 (s. IH). 
10. 87(s.lH) 

2 - iyT y - 7 - h - 8 - ;i ju-r y ^ \^ y 




3 1 
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McO 




'H-NMR(CDC1», 400MHz) 6 ; 

2.55(s,3H).3.97(s„3H),7.40(d,lH.J=8.8Hz). 

7:45(dd.l«,J=I.6.8.4H.).7.76(d.lH.J=8.8H.). 



3 2 
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7.84(d. IH. J=8.4Hz),8. 34(m, IH) 
Siiit^l 8 

7-;^ h^^/-8-^f'>'^-2-:^7^>'^xt: K 




'H-NMR(CDCls,400MHz) 6 : 

2. 64 (s. 3H) . 3. 98 (s. 3H) , 7. 41 (d. IH, J=8. 8Hz) . 
7.78(d. IH, J=9.2Hz).7. 81(dd, IH, J=l. 2, 8. 4Hz) , 
7.87(d. IH, J=8. 4Hz).8. 46(s, IH). 10. 17(s. IH) 




J^yn^ K(^3i-x yU^jgl (3.0M) 4. 7ml^ - 78^T}gT L fe. 
DQPLRlt^i:^.±Lfz.. 7KarAPx.S^K^^/i'T'**ai L (100inl x2) , 



3 3 
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•H-NMR(CDC1». 400MHz) 6 : 

I. 23 (t. 3H. J=7. 6Hz) . 3. 08 (q. 2H. J=7. 6Hz) . 3. 98 (s. 3H) . 

7. 41 (d. IH/J=9. 2Hz) . 7. 44 (dd. IH. J=l. 6. 8. 4Hz) . 

7. 76 (d. IH. J=9. 2Hz) . 7. 84(d. IH. J=8. 4Hz) . 8. 35 (s. IH) 

Kit 0*1 10 

K^->-8-:^^/^-2--^7^/U^t K 



MeO 




CHO 



'H-NMR(CDCl3. 400MHz) 6 ; 

1. 27 (t. 3H. J=7. 6Hz) . 3. 18 (q. 2H. J=7. 6Hz) . 3. 98 (s. 3H) . 



3 4 



V 
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7.41(d, IH, J=8.8H2). 7. 78(d, IH, J=9. 2Hz) , 
7. 80(dd, IH. J=l. 2, 8. 4Hz), 7. 88(d, IH, J=8. 4Hz), 8. 47 (s. IH). 
10. 18 (s. IH) 

mmm i i 

2 - V' T y - 8 - >t ^ /^:^ 7 ^ 1/ > 



:x0.60g$r v'^ n n pi ^ 10ml ^/i? m H ^ f b 3fl <^> :^ 
nn^^^^jg? (l.OM) 6 ml«r 0 tJ-C^DX., S JC£^ S # 4* ^ ^ T 24 

^^/UT-tfta Lf- (50mlX2) o W«® l:fe^:>-frT^afD;g5K;K3ff-^ 

35mg, g^K^^° 7 V? A l2mg§rffi7K N, N - p« ^ A T ? K20 
mldjg^fL, r ixIC h i; i^^UT ^ VI. Iml, jgcl'-^T^KO. 2lml^?K 
TL. Sf£:zg^i^>70t-e 6 ^ftlJUnsjift^^ L/io ^r£^T-j^/frm, 

a:5^/UTttai L/c (50mlX2)o ^^ii Ir ^ ^ -tt T fiS fD :^J^7ic T iJfe 




3 5 
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35mg, g^«^/N'7v;">i^l2mg^«S;kN. N - ^ ^ ^ T 5 K 20 
mUzmmL. ^^m^. g^gfai^^PTtttH tfc (SOmlX 2) o W« 

•H-NMR(CDCl3. 400MHz) 6 : 

2. 72 (s. 3H) . 7. 44 (d. IH. J=6. 8Hz) . 7. 53 (dd. IH. J=7. 2. 8. OHz) . 
7. 62 (dd. IH. J=l. 6. 8. 4Hz) . 7. 74 (d. IH. J=8. OHz) . 
7.91(d. lH.J=8.4Hz).8.40(s. IH) 

MitW 1 2 

8-;^^;b-2--t-7iJ'/i'-rtK 




CHO 



'H-NMR(CDCl 3. 400MHz) 6 ; . 

2. 79 (s. 3H) . 7. 42 (d, IH. J=7. 2Hz) . 7. 53 (dd. IH. J=7. 2. 8. OHz) . 
7. 76 (d. IH, J=8. OHz) , 7. 93-7. 97 (m. 2H) ,8.51 (s. IH) . 
10. 19(s, IH) 



3 6 
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mmm i 3 




'H-NMR(CDC1,, 400MHz) 6 ; . 

1. 39(t, 3H, J=7. 6Hz). 3. 12(q, 2H. J=7. 6Hz) , 
7. 46(d. IH. J=7. 2Hz). 7. 56(dd. IH. J=7. 2, 8. OHz). 
7.60(dd. IH, J=l. 6, 8. 4Hz). 7. 74(d. lH,J=8.0Hz). 
7. 92 (d. IH, J=8. 4Hz) . 8. 45 (s, IH) 

mmm 1 4 

8 - 3: - 2 - 7 iJ' /Ux t K 




'H-N.VlR(CD'Cl3, 400MHz) 6 ; 

1. 36(t. 3H, J=7. 2Hz) . 3. 14(q, 2H. J=7. 2Hz) . 

7. 38(d. IH. J=6. 8Hz) , 7. 50(dd, IH. J=6. 8, 8. 4Hz) . 

7. 70(d, IH, J=8. 4Hz) , 7. 88(d. 2H, J = l. 2Hz) . 



3 7 
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8. 50(s. IH). 10. 12(s. IH) 
Simm 15 



(5 ml) :&-78<C-CjS5TLfc. T K5^fiSJ 7 7?^% ^ Hfc T /V = - 

/Ufl£l.99g<7?v?^nn>^i/^?« (10ml) - 78t: "C }K T L , 5 ^ W 



L, $£<s^i.88g <;>^i8<l:^ti^.«fe@<* L."^^^^-' 

'H-NMR(CDC1 3. 400MHz) 6 ; 
' 2.67(s.3H).4.02(s.-3H).7.44(d,lH,J=9.2Hz).. 

7. 49 (dd. IH, J=2. 0. 8. 4Hz) . 7. 87 (d. IH. J=8. 4H2) . 
7.95(d. IH. J=9.2Hz).8.22(m. IH) 

S5it0»l 1 6 





3 8 



wo 97/34869 



PCT/JP97/00852 




^##H^T, ^ V '> t h^i^ K0. 62g ^ h/UnLyiOjaHz 

100^ T- 1 mmmm^WLfto ^c'i>n^<7)mmmi:i ?• -i^r y - 

2 ' - / h ^ - I ' - Tiz h -f- 7 h yo. 84 g $:)!lDx., !E{C10t:T30 

y/i^ti^J^^u^h^ryz^^ — -cms! L. 0. 78g o^Ufb-g-l^^r 

'H-.YMR(CDCl 3. 400MHz) 6 ; 

2. 11 (s, 3H). 3. 98 (s, 3H), 4. 96 (m, IH). 5. 58 (m. IH), 
7.44(d. IH, J=8.8Hz).7. 45(dd. IH. J=l. 6, 8. 4Hz) . 
7.83(d. IH. J=9.2H2).7.84(d, IH. J=8. 4Hz) , 8. 37 (m. IH) 

mmm i ? - .. , .... - : , 

2 - T y - 8 - ^ y y n ^ = /w-t 7 ^ u :^ 




3 9 



wo 97/34869 



PCT/JP97/008S2 



'H-NMR(CDCls. 400MHz) 6 ; 

2. 21 (s. 3H) . 5. 06 (m. IH) . 5. 50 («. IH) . 7. 43 (d. IH. J=7. 2H2) . 
7. 59(t. IH. J=8. OHz) . 7. 59 (dd. IH. J=l. 6. 8. 4H2) . 
7. 79 (d. IH. J=8. OHz) . 7. 91 (d. IH. J=8. 4Hz) . 8. 48 (m. IH) 
18 



CHO 




'H-NMR(CDCls. 400MHz) 6 ; 

2. 25(s. 3H). 5. I0(m. IH).5. 5l(m. IH). 

7. 43 (dd. IH. J=l. 2. 7. 2Hz) . 7. 60 (dd. IH. J=7. 2. 8. OHz) . 

7. 8 1 (d. IH. J=8. OHz) . 7. 94 (m. 2H) . 8. 58 (n.. IH) . 10. I5(m. IH) 

Kitfi^'l 19 

2 - v-TV - 8 - ^ yyo f/U^ 7 ^ i^ y . ■ .■ ■• • 




2-U7y-S-^ y^-n^nyu-^^^? U^^0.23g. 10% ^< y 'y 



4 0 
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'H-NMR(CDCl3, 400MHz) 6 ; 

1. 41 (d, 6H,6. 8Hz), 3. 71 (quint. , IH, J=6. 8Hz) . 

7.53(d, IH, J=7.2Hz).7.60(d, IH, J=8. 4Hz) , 

7. 61 (dd, IH, J=7. 2. 8. 4H2) , 7. 74 (d, IH, J=8. 4H2) , 

7. 92(d, IH, J=8. 4Hz), 8..53(s, IH) 
lSliit^J-2 0 

8 - y 7" p f/u - 2 - ■^ :7 ^ /i/f' t K 



KitfiSJ 4 t LT 2 -iyT / - 8 - ^ V 7" n U' :^ i 

'H-NMR(CDCls. 400MHz) 6 ; 

1.44(d, 6H, J=6. 8Hz).3. 86(quint., IH. J=6.8Hz), 
7. 53,(d, IH, J=7, 2Hz) , 7. 61 (dd. lH, J=7.- 2. 8, OHz) . 
7.76(d. IH, J=8. 4Hz) , 7. 95(in. 2H), 8. 65(s. IH). 10. 19(s. IH) 

Simm2 1 





4 1 
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'H-.NMR(CDCl3. 400MHz) 6 ; 

4. 03 (s. 3H) , 7. 39 (d. IH. J=8. SHz) . 7. 44 (d. 2H. J=8. 8Hz) . | 
7. 80 (d. IH, J=8. SHz) . 8. 55 (m. IH) 

mmm 22 

OTf 




-KJi, N, ^ / f y i^i^l0.7g, ^V^T«7KHy7 

,u:d-n ^ ^>;x/^;^yg?4.8mlSrO\:T^)0^, jS^^S ^ 0 ^ 1 

'H-NMR(CDCl3. 400MHz) 6 : 

4. 08 (s. 3H) . 7. 54 (d. IH. J=9. 2Hz) . 7. 58 (dd. IH. Jl. 6. 8. 8Hz) . 
7. 93 (d, IH. J=8. 8Hz) , 7. 94 (d. IH. J=8. 8Hz) . 8. 30 (s. IH) 



4 2 
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2-->Ty-7-^ h ^ - 8 - 7 31 ~ /Ui- 7 ^ U ly • 




^ v;^yUj^=.;U;^-:^r*>-^7^ 2g, 7 a: =.yU7ff n >'K0. 66g, x 

h y ^ p> h V y 3. =^ )Vir^ 7^ y ^ i^/< j ao. i2g, h y sl^/x^t % 

1. 5ml5Sr<S7k N, N- ^/W/i^/Ui^T 5 K20mll^!gjB L. lOOt: 
@?iJe:inx.. mf^^'f-f^X'^mLtz (50mlx2) . ^fil®*S>t)-fr 

'H-NMR(CDC1,. 400MHz) 6 ; 

3. 87 (s. 3H). 7. 30-7. 33 (m. 2H). 7. 43-7. 55(m. 5H) , 7. 88 (m. IH), 
7. 89 (d, !H. J=8..4H2) . 7.. 93(d. IH. J=8. 8Rz.) - . . , . 

i!{igfiF'l2 4 

2 -i^T / - % -y s.^.ji'-ty ^ \yiy 
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*H-NMR(CDCl3, 400MHz) 6 ; 

7. 43-7. 56 (m. 6H) . 7. 62 (dd. IH, J=l. 6. 8. 4Hz) . 
7.69(dd. IH. J=7. 2.8.0Hz).7. 90 (d. IH, J=8.4Hz), 
7.98(d. IH. J=8.4Hz),8.29(m. IH) 

8 - 7 :c ^/U - 2 - 7 tJ' /l^X t K 




'H-NMR(CDCl3. 400MHz) 6 ; 

7. 48-7. 57 (m. 6H) . 7. 69 (dd. IH. J=7. 2. 8. OHz) . 

7.92(d. IH. J=8: 4Hz) >798CddVlU j=1.2-.^^ ' ''' " 

8. 00 (d. IH. J=8. 4Hz) . 8. 39 (m. IH) . 10. 02 (s. IH) 

4 _ ^ i; p ^ ^ S § K ^ -"^ 



wo 97/34869 
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x U7 ^/UT/UT^t Kg^> ^/H3.6gl:x K 7 t Kd 7 7 V 150ml 
l^mm (l.OM) lOOral^-TSlCT-jBTL. Micr (TJiaSTSOrJ^PB-JSli^ 

ffitfc (2oomix2) 0 ^mm^hi^itxm^'k^Ti^vm^L. mtk 

ite5ri/y*y/u*7A^n^ K ^ 7 -r - L , 11. 6g(7DT y 

T y -'I'TA'n — /U(i:ii.6gSri?^ n D y ^ 1/ eOOmlfw L * U 

(3A) 3g; ® ^ D -^Kf y i/n tj7 A27g^Anx., ^£T- 

<^i:'>V P^^U:fJ y J^ir a ^ y 7 ^ --CfSmL . 5.5ga)ajgfl: 
^ 1^5 «S felK^B t L T ^# fcc 
. 'H-NMR(CDC1,. 400MHz ) 6 ; 

3. 96 (s, 3H).6. 00 (d. IH. J=10. 4Hz) , 6. 46 (d, IH, J=17. 2Hz). 

7. 14(dd, IH. J=10. 4. 17. 2Hz). 7.98(d. 2H. J=8. 4Hz). 

8. 14(d. 2H, J=8. 4Hz) 

M'^m 2 7. < . •. ., - . . . . .- : 

4, 1 - :^ 'f- )V V y y V - 2 - ■)] /Uy< r /i^-r" t K 



2, 5 - 31 y — vHOg® N, N - V? ^ ^yU/t^/U A T 5 K 




4 5 
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i^/UT-fe^-/H4.8nil^jDXL. ISO'C T 2. 51^ W *n Sft » «i L o ^ 

^Tgo-C-Ci B#p«1^ip»ift«^Ufco M&^-Ctkf^^. Sx£:^«?^7k7K 

■/ui.7 K5.6n,i^?iSTt. ^ffi*-e#sLyt, SfS^«Ei^ei?K^^ 

/u^r^rax.. ff«tJi5:^fn^:S*-ei5fe?^^. ;ic fiS K ^ ^ ^ 

'H-NMR(CDCl3. 400MHz) 6 ; 

2. 53 (s. 6H) . 7. 02 (d. IH. J=6. 8Hz) . 7. 20 (d. IH. J-6. 8Hz) . 

7. 59(s, IH), 9. 85(s. IH) 
Si it 0*1 2 8 



4 6 
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3, 6 - v?^ ^/U-t^ y ^/UZ/l'X t Kl7.4g(^)N, N-v?;^^yl'jh 
/UAT^K^iK (200ml) Jd. MTk^&t^V J^32g}S XXJ^y a^T 
■fehT/I^xt Ki^^^/l'T-fe ^ — /U17. SmlSr^ID X.. loOt T 2. 5l^r*3 

:t-r/U«:23. 4gSr^^3 r ix «r g^K 120ml Slfl^gft 
Sl'^m 2 9 

5 — 7/U:^D - 4 , 7 — /U^vy 7 7 - 2 — * /U/^ T /^x 
t K 
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CHO 

7.5o.l«r«S2fc»P^fc'd^. |S]ia-C30^ra»«^tfco 5tJ?^»c «: ^ * a 

(^SffEft^l^^ efe^tBHt L,'^^^-• 
•H-NMR(CDC1^, 400MHz) 6 ; 

2. 33 (s. 3H) . 3. 88 (s. 3H) . 6. 79 (d. IH. J=5. 6Hz) . 

7.44(d. IH. J=9.6Hz). 10. 36(s. IH) 
(B) 4-7/U;*-°-2. 5-i^?^^^^7=^y-A^ 




OMe 



4 8 
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^.^iES^ LT^bixyt 6fe*IS^fy i^l^oOmlizmM ISA 

*H-NMR(CDC1,, 400MHz ) 6 ; 

2. 16 (s, 3H) . 2. 22 (s. 3H), 3. 77 (s. 3H) . 6. 59 (d. IH. J=6. 4Hz) . 
6. 78(d, IH. J=10.0Hz) 




OH 



:/100ml{r^^L. OtTZ^fk;}>^75f? (i.oM ^ u u ^ ^ ly ^n^) 



wo 97/34M9 
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H-NMR(CDCl3, 400MHz) 8 ; 

2. 18(s,6H).4.4l(s. IH) . 6. 56 (d, IH, J=6. 8Hz). 

6. 76(d. IH. J=10. OHz) 



(D). 5-yj^:tu-4, 7 -i^/'^y^^^^yyy'^-^-^ 




II ^ — CHO 



'H-NMR(CDCls.400MHz) 6 : 

2.42(s.6H),2.53(s,3H).7.04(d. IH. J=10. OHz) . 7. 58 (s. IH). 

9.86(s,lH) 



t K 



F 




— CHO 



5 0 
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(A) 2>—^-r=:.A^—A—y)Vi^xiT=.y—j\' 




OMe 



-tert-7' h^^A KlO. 9g?r7^ h 7' t K n :7 7 ^^isonij-ig^ h 

"H-NMR(CDC1,. 400MHz ) 6 ; 

3. 80(s. 3H).5.37(dd. IH, J=l. 2. lI.2Hz). 

5. 81 (dd, IH, J=l. 2. 17. 6Hz) . 6. 75 (ddd. IH. J=3. 6. 3. 6. 8. 8Hz) . 
6.84 (dd. lH; j=ir: 2. r7. 6H2) ,6;93-6. 99(m^ 
(B) 3 - a:f^/w-4 - -7 /v it u T - y — ,\, 




wo 97/34869 
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'H-NMR(CDCl3. 4OOMH2) 6 ; 

1. 22 (t, 3H. J=7. 6H2) , 2. 64 (q, 2H. J=7. 6Hz) . 3. 77 (s. 3H) . 
6. 65 (ddd. IH. J=3. 2. 3. 2. 8. 8Hz) , 6. 72 (d. IH. J=3. 6. 6. OH2) . 
6.92(t, IH. J=8.8Hz) 
(C) 4 - = 5— 7/U:*-n - 2 h > X T /Ut" t K 



3 -ai^/U- 4 -7yU^nr= y-/^^fflV^TMit«»l 2 9 <7) ( A ) 

i: P«{^LT€!E|2<l:^4*l^«^fe®^^^ ^'^'^^-- 
'H-NMR(CDCl,. 4OOMH2) 6 : 

1. 26 (t. 3H. J=7. 6H2) , 2. 70 (q. 2H. J=7. 6H2) . 3. 92 (s. 3H) . - 
6, 80 (d. IH. J=5. SHz) .7. 45 (■d."lH."J=9. SHr) , • " • " " 
10.36(d. IH. J=3. IH2) 
(D) 2. 5-i;rt^yU-4-7yW;J-nTr^y-/^ 




OMe 
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4-3:f-/u-5-7/U:3}-n-2-^ V ^ XT i^^T \i Kerffl 
1/^ (A) , (B) t IsI^Jd LTSiafb^ifefellrSlfejS^^^felfit LT^f 

'H-NMR(CDCl3, 400MHz) 6 ; 

1. 17(t, 3H. J=7. 5Hz), 1. 22(t. 3H, J=7. 5Hz) , 

2. 57 (q, 2H. J=7. 5Hz) , 2. 62 (q. 2H. J=7. SHz) , 3. 80 (s. 3H) . 
6. 63(d, IH, J=6. 4Hz). 6. 80(d, IH, J=10. 4Hz) 

2 , 5 — V? 31 ^ - 4 - 7 n 7 31 y — /u 




2, 5-i/3i=?^/u-4-7/U;*-nT=y— /^^^ffiv^S}jt0lJ2 9<D 
'H-N.MR(CDC1,, 400MHz) 6 ; 



I. 19 (t. 3H. J=7. 6Hz) . I. 21 (t. 3H. J=7. 6Hz) . 2. 54-2. 61 (m, 4H) , 
■ 4. 48(s, IH), 6. 58(d/lH. j-6. 6Hz), 7. 78 (d, iH, J=10. 4Hz) 
(E) 4, 7 -i^jcf-zu- 5 -7/U;fn^:^>/77 i^- 2 
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'H-NMR(CDCls. 400MHz) 6 : 

1. 28 (t. 3H. J=7. 6Hz) . 1. 34(t. 3H. J=7. 6Hz) . 

2. 87 (dq. 2H. J=l. 2. 7. 6Hz) . 2. 94 (q. 2H. J=7. 6Hz) . 
7.06(d, lH,J=10.8Hz).7.60(s. lH).9.86(s. IH) 

mmm 31 




20n.ltC, ^5!l0.9ml^:il^TL, 3«^r.1ft1*tfc^. K tS^ ?0[ ?r fa ^ ffi^ 
5-^PP-2. 4-i^tKP-4. 7-i^^^/f-<^'/77>^ 



5 4 
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±sd.iyy o ]) Vi:. 12Bl05*y[>A tert-:/ |> KdMcDtert 
#ffl^Tl2^rn'l^i&-C««^ Lfc, ^^mti^ ^y^L. g^gfaif^/U 

TttitiL/do #«SI€$r;k i:ffift^«l7KTg£?^^. « ;fc Sit ^ 

'H-NMR(CDC1,. 400MHz) 6 ; 

2.41(s, 3H). 2. 57(s, 3H), 7. 12(s, IH), 7. 58(d. IH. J=4. 8Hz) 

mmm 3 2 

4, 7-v/7yU;fn'<^^y77V-2-;!7/U/<7/i'xt K 



2 , 5 - 7 /u 3^ p 7 3: y — yuio g v= ^ t- /U /U A T t K 
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IBit ^#1 13g «r « Jffi 4^ ^ i: t T fc. 
'H-NMR(CDCl3, 4OOMH2) 6 ; 

4. 58(d. 2H. J=5. 2Hz) . 5. 33 (dd. IH. J=2. 4. 8. 4Hz) . 

5. 44(dd. IH. d. J=2. 4, 17. 2Hz) . 5. 98-6. lOdn. IH). 

6. 55-6. 60 (m. IH) . 6. 70 (ddd. IH. J=3. 2. 6. 8, 10. OH2) . 

7. 01 (ddd. IH, J=5. 2, 8. 8, 10. OHz) 

(B) 2 - T V - 3 , e-t^^/l'^o^aiy — /^ 



2, 5 - v;7/U:^-D / -^/U T y /I- — — X/H3g*r N, N - 
Vf/^/\^T:^ V :/90inll:i^ll? S ^ flS T 170^ T' 5 B^fSi»WLtz 

Rft>mm^:\o%uitA^m7^mm\:iii€m&^'r/i'-cmti!i Lite 

ISE ; 7 %g^K^V/i^/ n -^=^1^ Iwf^- LtMIE{t-g'^7.8g^«fe 
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'H-NMR(CDCl 3, 400MHz) 6 ; . 

3. 44(dd, 2H, J=l. 2, 6. OHz), 5. 05-5. 09(ni, IH). 5. 26-5. 28 (m. IH), 

5. 90-5. 99 (in, IH) , 6. 56 (dt, IH, J=4. 4, 9. 2Hz) , 

6. 91 (dt, IH. J=5. 2, 9. 2Hz) 

( C ) 4 , 7 - V? 7 n - 2 , 3 - t o - 2 - \l h' o ^ / 
'f- /U^ly y y y 



2 - T V Ay - 3 , 6 — 7 /l^ ± o V zc / — /l-T . Ogt: ^ n p 7I ^ 
Jif2 K7. 2giS: V v' K30ml^3 J; t/TK lOmU:: 

?^«? L^r£T-7k®efb* y ^j^^m^A v^fsim.w\.fz. s:f£:^?«{wSt 

'H-NMR(CDCl3, 400MHz) 6 ; 

3. 25 (dd, IH, J=6. 7, 16Hz),3. 33 (dd, IH, J=8. 0, 16. OHz) , 




OH 



5 7 
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3. 75-3. 83 (m, IH) . 3. 90-3. 97 (m, IH) . 5. 04-5. 13 (m, IH) . 
6. 49(ddd. IH. J=2.8. 10.0. 11.2Hz). 
6. 87(dt, IH. J=4. 4. lO.OHz) 
(D) 2-T-t 7-v77/U:*-n- 2. 

F 



OAc 



'H-NMR(CDC1,, 406mHz) 6 ; 

2. 17 (s. 3H) . 3. 08 (dd. IH. J=7. 2. 15. 6Hz) . 

3. 39 (dd. IH. J=10. 0. 15. 6Hz) . 4. 28 (dd. IH. J=6. 4. 12Hz) . 

4. 36 (dd. IH. J=3. 6. l2Hz) . 5. 13-5. 20 (m. IH) . 

6. 5 1 (ddd. IH. J = 2. 8. 10. 0. 10. 8Hz) . 6. 89 (dt. IH. J=4. 4.10. OHz) 



5 8 
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(E) 2-r-lrh^i^^5^/u-4, 1 - i/ y fV ir ^ ^vV :y 




2-T-trh^i/^^/u-4, 7 - >?7/U:;d-n - 2 , 3 - t K n 
^ K-f 5 K582mg, TV'J^ Zf u t*/L'= h y yH0mg5rli(fi;*:An ;t 
?ff Sr«<€ Lt^ lwSlFK^f^/i'Sr»D;t^r«fte $:«&?P:g:lt 

^fiT^y^A tert- :/ K K ( 1. OM<D tert- :7'f-yUT /U = — 
SjS) 3. 3inl$r;!lP^^fi-r 2 B#ra»jf Lfco S^&jS?^ HS^K^ f" Sr 

-r- (JIP^J^IS^ ; lG%g^gfa:5^/U/ n -'^dr -t^:/) 1^ f^t L ^ t£ ft ^ 

'H-NMR(CDC1j, 400MHz) 6 ; 

2. I4(s, 3H), 5. 20(s, 2H), 6, 84(dt, IH. J=3. 2, 8. 8Hz) . 
6. 89(d. IH, J=2. 4Hz) . 6. 98(ddd. IH, J=4. 0, 8. 8Hz) 



PCT/JP97y008S2 

WO 97/34M9 

F 




2 - r-fe hdpv/;^f^/U - 4. 7 -i^ 7/1^:^-0 -c^'/ 7 7 i^252mgSr 

'H-NMR(CDC1». 400MH2) 6 ; 

4. 80 (d. 2H. J=4. OHz) . 6. 80 (d. IH. J=2. 8Hz) . 

6. 83 (dt. IH. J=2. 8.8. 4H2) . 6. 95 (ddd. IH. J=4. 0. 8. 4. 10. OHz) 
(G) 4, 7 -i;7/u:i-°-<:^-/77i-- 2 -;«?/l'^<T/W7^t K 




^.^^.y.' U p y KO. 26ml?r^Px 3 5^ T-l (SI T' « ^ t fcc 

4. n -^yyj\^iru-1-\L Kn:^f->'<^'/77 V272mg%[Sl?a-C»n 



6 0 
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*H-NMR(CDCl3, 40O.MHz) 8 ; 

6. 96 (dt, IH, J=2. 8, 8. 8Hz). 7. 21 (ddd, IH, J=4. 0, 8. 8, 9. 6H2) , 
7.66(d. IH. J=2.4Hz).9. 92(s, IH) 



4- {2 -[5 -(5, 8 - v?^ f-zW-^^ ^ U-V- 2 -'T /I') fn y /U]) 




CO2H 

(A) 2-T^yD>r/i^-5, 8--:^^^/u-^7^u:/ 

I o 



5, 8-v'^^/l'-2--:h7i5' /Ut^ t K3. TgSr ^ — x /USOml 
m (l.OM) aOml^ -78''CTJP;t> »^ o < 1? ^ - 30°C ^ T# L fc. 




6 1 
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(iooidix2)o ^mm^hh'^ri^^iim.^x'm^L. m7\<^fkm:-^ 

nbi\^tzn±^<^^^y y;«7>7'yU*7i^:5'o^ h^77W-T-mS3L, 

'H-NMR(CDCl3, 400MHz) 6 : 

2.68(s.3H).2.74(s.3H),6. 00 (dd. IH, J=l. 6. 10.4Hz). 
6. 50(dd, IH. J=1.6. 17.2Hz),7. 27-7. 39 (m. 3H) . 
8.06-8. 10(m, 2H). 8. 64(s, IH) 
(B) 4-[4-(5, 8-v^7»5^/l'i-7^U'^^-2-^/l')-4-;d- 



yUT/Uxt KK^^^H-4g, fi^K-^ h y A0.23g, 3 - >- i^/U - 
5_ (2-fcKD=^v^^ ^^^) - 4 - > f-vUT^r :/ y ^7 ^ n y K 
0.23g. a:^ / -;H00ml(7)?S^'^5rl0B#rs1»n^ilijS t/io 




cfjm 1 ) 



6 2 
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5, 8 - v?^' f-zu- 2 ^'/Ux t Kl.Og, 4-T^]}uyf/U 
f^/H.2g. 3 -■<yi^/l^- 5 - (2 - t Kn f^/U) 

- 4 - 7« =f-)\^=j-r^/ y n y Ko. 28g . s y ^^^^ut- $ :/o. ss 

ml, N, N- i/;?' 5^/U:^/Ui^T ? K20miroS-g'*^$r70t:T- 3 ^ra^D 
»i«^LfCo ^tB.*-e;»?frm, 7K^I:ADx:S^g!3:5^/UT'J*tfl Lfc (20 
mix 3) , W«li«r*>t>-a:T^fP:^«;K-Cgfer^ L. il^fiEgE-r^r;^ 

-!f>-f^g^3i>/KOig^^fiET'5t?^L, 0.82g(7)^Mrb^4fe«rfilfe*$ 

•H-NMR(CDC1 3. 400MHz) 6 ; 

2. 68(s. H), 2. 75(s, 3H) , 3. 54(t, 2H, J=6. 4Hz). 

3. 66 (t. 2H, J=6. 4Hz). 3. 96 (s. 3H) , 7. 28 (d. IH. J=7. 2H2), 

7. 33(d, IH. J=7. 2Hz), 8. 06-8. 18(m, 6H). 8. 75(d. IH. J=l. SHz) 
(C) 4- { 2 - [ 5 - (5 . 8 - tJ' U:^- 2 --f /U) f 




4 - [4 - ( 5 , 8 - :^ =f- y^l^l^-2-^/l-)-4-:t^y 

-:/i5' y ^' /u]^,g.§gf ^/^o. 5g, f^S^T ^ i^2. Og, ^^y 

^BB«r3lligt, ^ ^ / -/I'T'iSti^S^jSi t> 0. 47gO ^ ^ yuai ;^ x 

6 3 
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'H-NMR(CDCl3, 400MHz) 5 ; 

2. 67 (s. 3H) . 2. 73 (s. 3H) . 3. 93 (s. 3H) . 6. 76 (m. 2H) . 
7. I8(d. IH. J=7. lHz).7.23(d, IH, J=7. iHz) . 

7. 63 (d, 2H. J=8. 6Hz) . 7. 74 (dd. IH, J=l. 6. 9. 2Hz) . 

8. 03-8. 09(m, 4H), 8. 84(s, IH) 

(D) 4- {2-[5-(5. 8-i^/^A^'r:7^Ul^-2-^ 




COjH 



,lf-/U3iX7^/V(^0.68g. 3i^/-/»-40niK 5 ^ ^ ;K Kit t" > 'J 
{Z;K^iPXL^«?L, rni^e^^^S! {*^3.5ml) , 7K40n,l $r»D ^tff 

•H-NMR(DMS0-d6. 460MHz) 6"; ' ■ ' " 

2. 59 (s. 3H) . 2. 69 (s. 3H) .6.81 (m. 2H) . 7. 16 (d. IH. J=7. IHz) . 
7.22(d. IH.J=7. IHz). 7. 87-8. 00 (m. 6H) . 8. 36 (s. IH). ll.6(s. IH) 

4 - {2-[5-(5. 7-i;7^^/l'-^7>?U:--2-^/U)t'n 



6 4 
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o 




'H-NMR(CDCl3. 400MHz) 6 ; 

2. 50 (s. 3H). 2. 68 (s. 3H) . 5. 97 (dd. IH. J=l. 6. 10. 8Hz). 

6. 49(dd, IH, J=l. 6. 17. 2Hz). 7. 29(s, IH). 

7. 32(dd. IH, J=10. 8, 17. 2Hz) , 7. 59(s. IH), 8. 00 (ni, 2H). 

8. 37(s, IH) 

(B) 4-[4-(5. 7 - i;^ ^ A^-r y - 2 - ^ A^) - 4 - 

• =^f y y -^ -.y, >r - : : ■ • . . 




,C02Me 



mmi(D (B) . 1 tmm\^Lxntzo 



wo 97/34869 
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»H-N.MR(CDCls, 400MHz) 6 ; 

2. 51 (s. 3H) . 2. 6 (s. 3H) . 3. 53 (t, 2H. J=6. iHz) . 

3. 63 (t. 2H. J=6. IHz) . 3. 96 (s. 3H) . 7. 30 (s. IH) . 7. 61 (s. IH) . 

8. 01 (d, IH. J=8. 8Hz) . 8. 03 (dd. IH. J=l. 6. 8. 8Hz) . 

8. 12 (d. 2H. J=8. 8Hz) . 8. 15 (d. 2H. J=8. 8Hz) . 8. 48 (s. IH) 
(C) 4- {2-[5-(5. 7-i/'p*^^l"^-7i?l-:/-2-^/l')f 




COjMe 



mt&mi(D (c) i:Pl«^^l^^:^%fco 

'H-NMR(CDC1>, 400MHz) 6 ; 

2. 48 (s. 3H) . 2. 67.(s. 3H) . 3. 93 (s. 3H) , 6. 72-6. 78 (m. 2H) . 
7. 14(s. lH).7.49(s. IH) . 7. 62 (d. 2H. J=8. 4Hz) . 
7. 67(dd. IH. J=l. 6. 8. 8Hz). 7. 85(d. IH. J = l. 6Hz), 
7. 97 (d. IH. J=8. SHz) . 8. 07 (d. 2H. J=8. 4Hz) . 8. 82 (s. IH) 
( D ) 4 - { 2 - [ 5 - ( 5 . 7 - ^VU^ 7 ^ V.:^ - 2 - 




%t&mi<0 (D) i: tT^#flo 



6 6 
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'H-NMR(DMS0-d6, 400MHz) 6 ; 

2. 42 (s, 3H) , 2. 60 (s, 3H) , 6. 79 (m, 2H) , 7. 13 (s. IH) . 7. 48 (s. IH) , 
7. 84-7. 94 (m. 6H) . 8. 21 (s, IH) , II. 5(s, IH) 

4 - {2-[5-(5. 6. 7. 8 -7" h 7 ^ ^ 2 - 




(A) 2 - r ^' y n ^ /U - 5 . 6, 7, 8 - X h 7 > ^ /L'^ 7 ^ 




(A) tmm\zLxnft. 

'H-NMR(CDCl3, 400MH2-) 5 ; ' " 



2. 45 (s. 3H) . 2. 46 (s, 3H) , 2. 65 (s. 3H) , 2. 70 (s, 3H) , 
5. 97 (dd, IH, J=2. 0. 10. 8Hz) , 6. 50 (dd. IH. J=l. 6, 17. 2Hz) . 
7.36(dd, 1H,J=10.8. 1 7. 2H2) . 7. 98 (dd, IH, J=l. 6, 8. 8Hz) . 
8. 11 (d, IH, J=8. 8Hz) , 8. 71 (d, IH, J=l. 6Hz) 
(B) 4 -[4 -(5, 6, 7. 8 -T h 7 :^ ^ ^ > - 2 - 



wo 97/34M9 
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m^mi ff^ (B) . ijmi tmm\^Lxnfto 

'H-N.VIR(CDCl 3. 400MHz) 6 ; 

2. 45 (s. 6H) . 2. 64 (s. 3H) , 2. 71 (s, 3H) . 3. 52 (t. 2H. J=6. 2Hz) , 

3. 65 (t, 2H. J=6. 2Hz) . 3. 96 (s. 3H) . 7. 92-8. 20 (m. 6H) . 8. 80 (s. IH) 
(C) 4- {2-[5-(5. 6. 7. 8-X h^P'^/l'^J-^^l-:/ 

- 2 - 'T /l^) t' n y /U] } $,g.§Sf ^ 




COzMe 



'H-NMR(CDCl3~ 40'0MHz) 6 : . . - - . ' 

2. 44 (s. 3H) . 2. 45 (s. 3H) , 2. 64 (s. 3H) . 2. 70 (s. 3H) . 3. 93 (s. 3H) . 

6. 73 (dd. IH. J=2. 4. 3. 2H2) . 6. 77 (dd. IH. J=2. 4. 3. 2Hz) . 

7. 61-7. 67 (m, 3H) , 8. 04-8. 14 (m. 4H) , 8. 82 (brs, IH) 

(D) 4- {2-[5-(5. 6. 7. 8 - r h 7 ^ ^ 7 ^ U 
- 2 - ^ /l^) t' a U ] ) $ .& # ®f 



6 8 
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CO2H 



mmmi<D (d) tmm\zLxmfto 

'H-NMR(DMS0-d.,400MHz) 6 ; 

2. 37 (s. 3H) , 2. 38 (s. 3H) . 2. .56 (s, 3H) , 2. 67 (s, 3H) . 6. 79 (m, 2H) . 

7.83(dd, IH, J=1.2.8. 8Hz). 7. 89(d, 2H. J=8. OHz), 

7, 93(d. 2H, J=8. OHz), 8. 39(d. IH, J=l. 2Hz), 11. 6(s, IH) 

4 - {2-[5-(7-p<>:Jrv'-8-;^ 'f- /U-f- 7 ^ U y - 2 - ^ f^) 




(A) 4-[4-(7-p' ^:^r->-8-^f^/^:^7^^:/ - 2 - -'i') 
- 4 - > ^ y y > y >r /I' } ^ i. # S y ^ ^t' 



HJS^J 1 <D (B) . 2 (5]^;c LT^ito 

'H-NMR(CDC1,. 400MHz) 6 ; 

2. 64 (s. 3H), 3. 53 (t. 2H, J=6. OHz). 3. 65 (t, 2H, J=6. OHz), 




6 9 
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3. 96 (s, 3H) . 3. 98 (s, 3H) . 7. 38 (d, IH. J=9. 2Hz) . 
7.76(d. lH.J=9.2Hz).7.85(d. IH. J=8.8H2), 
7.93(dd, IH. J=l. 6.8.8Hz), 8. 12 (d. 2H, J=8. 8H2) . 
8. I5 (d, 2H, J=8. 8H2) . 8. 71 (m. IH) 
(B) 4- [2-[5-i7-/h^i^-S-^'^^^i'7^i^>-2 

- ^ /U) f n y /U] } 3c ^ ^>'l' 



^tefisjKD (c) tmrn^^Lxnito 

'H-NMR(CDCl3, 400MHz) 6 ; 

2. 62 (s. 3H) . 3. 94 {s. 3H) . 3. 97 (s. 3H) . 6. 73-6. 78 (m. 2H) . 

7.24(d. IH. J=8.8Hz).7.56(dd. 1 H. J=2. 0. 8. 4Hz) . 

7. 63(d. 2H. J=8. 4Hz) . 7. 70(d. IH. J=8. 8Hz) . 

7. 81 (d. IH. J=8. 4Hz) . 8. 02 (s. IH). 8. 07 (d, 2H. J=8. 4H2). 

8.83(brs,lH) 

( C )' 4 -1 2 ^ C 5 - ( 7 - / h ^ ^ 8— yt-^ Jl'-r -7 9 U > -■ 2 
/W) f n y /U]) 





%%m\<J^ (D) |5]^(^ tT#3^ro 



7 0 
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'H-N.MR(DMSO-d«. 4OOMH2) 6 ; 

2. 56 (s, 3H) , 3. 90 (s, 3H) , 6. 8 1 (d, 2H. J=2. 2Hz) , 
7.33(d. IH, J=8.9Hz).7.72-7. 77 (m. 2H). 7.82(d, IH. J=8. 4H2). 
.7. 90 (d. 2H. J=8. 8Hz) . 7. 93 (d, 2H, J=8. 8Hz) , 8. 30 (s, IH) . 
ll'6(s, IH) 

4- (2- [5 -(7-^ h ^ iy'- 8 ^ Ul^- 2 ->f /U) 



(A) 4 - [4 - (7 - h ^ - 8 - =^ ^f- /U-r 7 ^ - 2 - ^ /\^) 



m^mio (B) . :^m2 tmmizLxntz, 

'H-\.MR(CDC1,, 4OOMH2) 6 ; 

1. 27 (t, 3H. J=7. 4Hz) , 3. 18 (q. 2H, J=7. 4Hz) . 

3. 54(t, 2H. J=6. IHz) . 3. 64(t, 2H, J=6. IHz) , 3. 96 (s, 3H) . 

3. 98 (s, 3H) . 7. 39 (d. IH. J=9. 2Hz) , 7. 76 (d. IH, J=9. 2Hz) , 

7. 85 (d, IH. J=8. 4Hz) , 7. 92(dd. IH. J=l. 6, 8. 4Hz). 

8. 13(d.2H. J=8.4Hz),8. 16(d,2H, J=8. 4Hz) , 8. 72 (s. IH) 





COzMc 



MeO. 



7 I 
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(B) 4 - {2-[5-(7->h=3e^'-8 -zc^/X.'i-y ^ V :y - 2 




C02Me 



'H-NMR(CDC1». 40OMH2) 6 ; 

1. 29 (t. 3H. J=7; 5Hz) . 3. 16 (q. 2H, J=7. 5Hz) , 3. 94 (s. 3H) , 
3. 97 (s. 3H) . 6. 73-6. 78 (m. 2H) . 7. 24 (d. IH. J=8. 8Hz) . 
7.54(dd. IH. J=2. 0.8. 4H2). 7.63 (d,2H,J=8.0Hz). 
7. 70 (d. IH. J=8. 8Hz) .7.82 (d, IH. J=8. 4Hz) . 8. 04 (s. IH) . 
8.07(d. 2H. J=8.0Hz).8.82(brs, IH) 
(C) 4 - { 2 - [5 - (7 -> h=Sr>>- 8 - ^ ^ /U-:^ 7 ^ U ^ 




%%m\<r> (P) i:l^«I^LT#fco 

'H-NMR(DMSO-d«. 400MHz) 6 ; 

1. 18 (t. 3H. J=7. 6H2) . 3. 14 (q. 2H. J=7. 6Hz) . 3. 91 (s. 3H) . 

6. 8 1 (m. 2H) . 7. 33 (d. IH. J=8. 8Hz) . 7. 74 (d. 2H. J=8. 8Hz) . 

7. 83 (d. IH. J=8. 8Hz) . 7. 91(d. 2H. J=8. 4H2) , 
7.94(d. 2H. J=8.4Hz),8.28(s. IH). 11.6(s,lH) 
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4_ { 2 - [5 - (8 u:^- 2 -^/i^) eu U/u]} ^ 



(A) 4-[4-(8-;»'^>'l'-^-7^Uy-2->f/l')-4-;*-^yy 



iiiifi0iji(^ (B) , :^m2 tmmi^Lxntz. 

'H-N.MR(CDCl3. 400MHz) 6 ; 

2. 79(s. 3H). 3. 54(t. 2H. J=6. 4Hz). 3. 66(t, 2H. J=6. 4Hz), 
3:96(s, 3H), 7. 40 (d, IH, J=8. OHz) . 7; 50^^^^^^ J=8. OHzj;"" 

7. 74(d, IH. J=8. OHz) . 7. 92(d, IH. J=8. 4Hz) . 

8. 08(dd. IH. J=2. 0, 8. 4Hz). 8. 12(d, 2H. J=8. 8Hz). 
8. 16(d, 2H. J=8. 8Hz),.8. 75(s. IH) 

(B) 4- ( 2 - [ 5 - (8 - ^ ^ U> - 2 ->r /u) t*p y /U]} 





7 3 
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COjMe 



mmmiio (D) ti^^i-b-c^fco 

*H-NMR(CDCls. 400MHz) 6 ; 

2. 76 (s, 3H) , 3. 94(s. 3H) . 6. 74-6. 78 (m, 2H) . 7. 34-7. 36 (m. 2H) . 

7. 64 (d. 2H. J=8. 4Hz) , 7. 68-7. 72 (m. 2H) , 7. 88 (d. IH. J=8. 4Hz) . 

8. 06-8. 10 (m, 3H) . 8. 84 (brs. IH) 

( C ) 4 - { 2 - [ 5 - ( 8 - > f-ZV-f 7 ^ U - 2 - ^ >'V') t' a y /I'] } 



|ltS0ill(^ (D) ISl^tl LT^fco 
*H-NMR(DMSO-d.. 400MHz) 6 ; 

2. 73(s. 3H). 6. 83(d. 2H.,J^2. OHz) . 7. 30-7. 36 (ni. 2H), 
' 7.-70 (m/iH)'.'7.-36-7.-96 (m.'6H>. 8: 37 (s.- IH) ,M. 6 (s,:|H)- 

A- { 2 - [5 - (8 u:^- 2 -'T /u) y /U]) ^ 
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(A) 4 - [4 - ( 8 :7 ^\^y-2-yf/l')-4-:t^'y'y 




mwmi(r> (B) , ijm2 tmmi^Lxmtzo 

'H-NMR(CDCls. 400MHz) 8 ; 

1. 42(t. 3H. J=7. 3Hz) . 3. 20(q, 2H, J=7. 5Hz) , 

3. 55 (t, 2H, J=6. 4Hz) , 3. 65 (t, 2H, J=6. 4Hz) , 3. 96 (s, 3H) , 

7.42(d, IH. J=7. 6Hz), 7. 53(t, IH, J=7.6Hz). 

7.74(d, IH. J=8. OHz), 7. 92(d. IH. J=8.8Hz). 

8.07(dd, IH, J=2.0.8. 8Hz).8. 13 (d, 2H. J=8. 4Hz) , 

8.T6(d, 2H. J=8.4HzT.8.8l(s. IH) 
(B) 4- ( 2 - [5 - (8 ^J' 2 If a y /U]) 




mt&mi<D (c) tmm\zLxntz. 

'H-NMR(CDCl3, 400MHz) 6 : 

1. 44 (t. 3H. J=7. 5Hz) , 3. 18(q, 2H. J=7. 5Hz) , 3. 94 (s, 3H) . 

6. 74(dd, IH, J=2. 8. 3. 6Hz), 6. 78(dd. IH, J=2. 8. 3. 6Hz), 

7. 36-7. 42 (m, 2H) . 7. 63 (d. 2H. J=8. 4Hz), 7. 67-7. 70 (m, 2H) . 

7 5. 
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7. 89 (d. IH. J=8. 8H2) . 8. 08 (d. 2H. J=8. 4Hz) . 8. 13 (s. IH) . 

8. 82(brs, IH) 



4- (2-[5-(8-3:^/W-^7^'U:^-2-'l'/W')t'° V ^^]) 




^^if'l I (O (D) i(^^{-LT^/t, 
*H-NMR(DMSO-d.. 400MHz) 6 ; 

I. 35 (t. 3H. J=7. 5Hz) . 3.18 (q. 2H. J=7. 5Hz) , 6. 82 (s. 2H) . 

7. 34-7. 37 (m. 2H) . 7. 70 (m. IH) . 7. 88-7. 96 (m. 6H) . 8. 41 (s. IH) . 

II. 6(s. IH) 

4- {2-[5-(8-^y7'af/U:>-7^u^--2-^vi.)k-° V ^i^]) 




(A) 4-[4-(8-'r.y7'n u v - 2 - f^) - ^ ' ^ 



7 6 
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COzMe 



mmmi(D (b) . :f7i^2 tmmizLxntzo 

'H-NMR(CDCl3. 4OOMH2) 6 ; 

1. 44 (d. 6H, J=7. OHz) , 3. 54 (t, 2H, J=6. 4Hz) , 

3. 66 (t, 2H, J=6. 4Hz) , 3. 87 (q. IH. J=7. OHz) , 3. 96 (s, 3H) . 

7. 50 (d. IH. J=8. OHz) , 7. 58 (t, IH, J=8. OHz) , 

7. 73 (d, IH. J=8. OHz) . 7. 92 (d. IH. J=8. 4Hz) , 

8. 06(dd, IH. J=l. 6, 8. 8H2), 8. I2(d, 2H. J=8. OHz), 
8. 16(d. 2H, J=8. OHz) , 8. 90(s, IH) 

(B) 4- { 2 - [ 5 - ( 8 - y 7* n t'/l'i- ^7 ^ U > - 2 - /U) e 



6. 74 (dd. IH. J=2. 4. 4. OHz). 6. 78 (dd. IH. J=2. 4. 4. OHz) . 

7. 41-7. 46 (m. 2H) . 7. 63 (d, 2H. J=8. 8Hz). 7. 67-7. 70(m. 2H) . 

7. 89 (d. IH. J=8. 4Hz) . 8. 07 (d. 2H. J=8. 8Hz) . 8. 21 (s, IH) . 

8. 82(brs, IH) 




nt&0^i<D (c) tmmizLx'^tz. 



H-i\MR(CDCl,. 400MHz ) 6 ; 



1. 45 (d. 6H, J=7. 2H2). 3. 83 (quint. . IH. J=7. 2Hz). 3. 94(s. 3H) . 
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PCT/JP97/00852 



(C) 4- { 2 - [ 5 - (8 -'T y tV^:^7 tJ' U'X- 2 /u) fc' 



'H-NMR(DMS0-d6. 400MHz) 6 ; 

1. 37 (d. 6H. J=6. 8H2) . 3. 96(quint. . IH, J=6. 8Hz) . 6. 81 (m. 2H) . 

7. 37-7. 44 (m. 2H) . 7. 69 (d, IH. J=8. OHz) . 7. 88-7. 96 (m, 6H) . 

8. 48(s. IH), 11. 6(s. IH) 

mt&m 9 

4_ ( 2 -15 - (8 y-f u^^-z^-i-y 9 u:^ - 2 /W') t°o 'J 




C02H 




C02H 



(A) 4-[4-(8--Yy7'o-:r 



9 u:^ - 2 - •Y/i') - 4 - 
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'H-NMR(CDCl3, 400MHz) 6 ; 

2. 25 (s, 3H), 3. 52 (t, 2H. J=6. 4Hz). 3. 63 (t, 2H. J=6. 4Hz). 

3. 96 (s, 3H), 5. 10(m, IH), 5. 51 (m, IH), 
7.40(dd. IH, J=1.2,6.8Hz),7.56(t. IH, J=8.0Hz), 

7. 79 (d. IH, J=8. 4Hz) , 7. 91 (d, IH, J=8. 4Hz) , 

8. 06 (dd, IH, J=2. 0, 8. 8Hz) , 8. 1 1 (d, 2H. J=8. 4Hz) . 
8. 16(d, 2H. J=8. 4Hz).8.82(s, IH) 

(B) 4- { 2-[5 - is -y( yy'u^=zA^-)-7 '^r ui^ - 2 - yf /U) 




C02Me 



ussMio (c) tmmizLx'i^tzo 

'H-NMR(CDC1 J, 400MHz) 6 ; 

2. 28(s, 3H), 3. 94(s, 3H), 5. 13 (m. IH) , 5. 49 (m, IH) . 

6. 72 (dd, IH, J=2. 8, 3. 6Hz) . 6. 76 (dd. IH. J=2. 4, 3. 6Hz). 
■ .. 7..34(dd, IH, J^l.;6. 7.2Hz),7.4l(dd, IH, ;j=7:2,8.0Hz), ^ 

7.62(d, 2H. J=8.8Hz). 7. 70 (dd. IH, J=2. 0. 8. 8Hz) . 

7.74(d, IH. J=8.0Hz),7.88(d, IH. J=8.4Hz), 

8. 07 (d, 2H. J=8. 8Hz). 8. 14 (s, IH), 8. 79(brs. IH) 
(C) 4- { 2 -[5 - (8 -y( y Zfa ^=Lju-)- 7 ^ 1^1^ - 2 - ^ yl^) 
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m^mi(D (D) t LT^Ac. 

'H-NMR(DMSO-d., 400MHz) 6 : 

2. 23 (s. 3H) , 5. 07 (m. IH) , 5. 46 (m, IH) . 6. 70 (m. IH) . 6. 81 (m, IH) . 
7 3 1 (d. IH. J=7. 2Hz) . 7. 40 (t. IH. J=8. OHz) . 7. 88-7. 95 (m. 6H) . 
8. 23(s. IH). 11.6(s. IH) 

mmm i o 

4 - { 2 - [5 -(8 - 2 /U) f° V ) 




mt&mi<D (B) , ijm2 tmm\:.Lxnti.. 



8 0 
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'H-NMR(CDCl3, 400MHz) 6 ; 

3.45 (m, 4H) , 3. 95 (s. 3H) , 7. 46-7. 54 (m, 6H) , 
7. 66 (t, IH. J=8. OHz) , 7. 90 (d, IH. J=8. 4Hz) . 

7. 98(d, IH, J=8.8Hz), 8. 06-8. 10(m. 3H),8. 13(d, 2H. J=8. 4Hz) . 

8. 66(s, IH) 

(B) 4- { 2 - [5 - (8 - 7 ^ Ui^- 2 /I^) t o y 




COzMe 



mt&mi(o (c) tmmizLxnti. 

*H-.\'MR(CDCls. 400MHz) 6 : 

3. 92 (s, 3H), 6. 64 (dd. IH, J=2. 4, 3. 6Hz). 

6. 71(dd. IH, J=2. 4. 3.6Hz), 7. 44(dd. IH, J=l. 6, 7. 2Hz) , 

7. 48-7. 56 (m, 8H) , 7. 72 (dd, IH. J=l. 6. 8. 4Hz) , 

7. 84(d, 1H,J=8. 4Hz). 7. 94(d, IH, J=8i 4Hz) ", 8^ to (sT iH)V^ ' 

8. 03(d, 2H, J=8. 4Hz), 8. 71 (brs„lH) 

(C) 4 - {2-[5-(8-73:=/l'-^:7^U>'-2--C/U)t=Di; 
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mi^mi<^ (D) tm^i^i^mito 

'H-NMR(DMS0-d6, 400MHz) 6 ; 

6.48(m. 1H).6. 72 (m. IH) . 7. 41 (dd. IH. J=l. 2,6. 8Hz). 

7. 46-7. 58 (m. 6H) , 7. 78 (d. 2H. J=8. 4Hz) . 7. 88 (d. 2H. J=8. 4Hz) . 

7.91(d. IH. J=8. 4H2).8.00(dd, IH. J=l. 2, 7. 8Hz) . 

8.02(d. IH. J=7.8Hz).8.09(s, IH). 11.6(s. IH) 

mt&m 11 

4- {2-[5-(5, 8 - t^T^ ^/l':^^ ^ Wi^- 2 --r ^l-)- 1 - 




(A) 4- {2-[5-(5. 8-i^^^/V'^7^U:^-2-'</U) 
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mmnm^T. 4- (2-[5-(5. s - v^^t uy- 

2 - /u) D y /I']) ^/l'240mgS: N, N - ^/Pxhyu 

J^T ^ h' 5 mlizmmL. :itHZ:^mi\:i- h V (60%) 33ing$riD 

X.. 1 ^r^mWLtLo i^V^T 3 ^/I'O.OemlSr OtT-jST 

ai^/W-CttaiL (30mlX2) . ^ ^^-fr T IS fP T i^?^ 

'H-NMR(CDCl3. 400MHz) 6 ; 

2. 70(s, 6H). 3. 72(s, 3H) , 3. 94(s,3H), 6. 47 (d. IH. J=3. 6Hz) . 

6. 49(d. IH, J=3. 6Hz), 7. 21-7. 26 (m. 2H) , 7. 59(d. 2H. J=8. OHz). 

7. 66 (dd. IH, J=l. 6,8. 4Hz) . 8. 06-8. 12(m. 4H) 

(B) 4 - (2-[5-(5, 8 -i^ / '^/U'f-y 2 ->( yl')- 

■ 1 — 5: /^.f :n :i; /k] ■} . . - . , - V 



\ 




n^m\<D (D) i f^«{w tT?*/h. 

'H-NMR(DMSO-d«, 40GMHz) 6 ; 

2. 62(s, 3H), 2. 66(s, 3H) , 3. 71 (s. 3H) . 6. 48 (m. 2H) . 

8 3 
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7.24(d, IH, J=6. 8Hz),7.26(d, IH, J=6. 8Hz), 
7.68(d. 2H. J=8.0Hz).7.73(d, IH, J=7.6H2). 
7. 99 (d, 2H, J=8. OHz) . 8. 07 (m, 2H) 
HJgfiSJ 1 2 

4_ {2 -[5 -(5, a -'J^'^A-i-y ^ 2 /l^)- 1 



(A) 4 - {2-[5-(5, 8 - i^/ ^ u V- 2 /^)- 



- y ^' /I' ] ^ S # ''^0- 2'3g'=S:- @1iM'4 ml {w^ ft? t ^ ia:T* 

7K«r»n^. i^g|a:^/^-C^4ai L (30inlx2) , ^mM^ht>-^Xi& 




C02H 




8 4 
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'H-iNMR(CDCl3, 400MHz) S ; 

1. 30 (d. 6H, J=7. OHz) . 2. 69 (s, 3H) , 2. 71 (s, 3H) , 3. 96 (s, 3H) , 
4. 58 (quint. , IH, J=7. OHz), 6. 29 (s, 2H) . 7. 23-7. 28 (m, 2H) , 

7. 58(d. 2H. J=8. 2Hz). 7. 65(dd, IH, J=l. 6, 8. 4Hz). 

8. 05(d, IH, J=8. 4Hz).8. 08-8. ll(in, 3H) 

(B) 4 - {2-[5-(5, 8 - ^ UV- 2 -> /I^)- 

1 - ^ y y p tvu f n y yu] } $S#K 



*H-NMR(D.MSO-d., 4OOMH2) 6 ; 

1. 22 (d. 6H, J=7. OHz) . 2. 63 (s. 6H). 4. 50 (quint. , IH. J=7. OHz). 

6. 23(s, 2H). 7. 27(q. AB type, 2H. J=6. 8Hz) . 

7. 58(d. 2H. J=8. OHz) . 7. 64(dd, IH. J = l. 6, 8. 8Hz) . 
7.99(in, 3H).8. 06(d. lH,J=8.8Hz), 12.9(brs, IH) 

HiS^K 1. 3 ...... .. .... 

4- {2 -[5 -(4, 7 - ^/l''<>'y 7 7 - 2 - /U) t' n y 
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(A) 4-[4-(4. 7 -t;^ ^/I'-^i^:/^ 7 2 /W)- 4 - 




■C02Me 



m^mi<0 (B) , :^fe2 ^l^«ltCL-C#f::o 
'H-NMR(CDCl3, 400MHz) 6 : 

2. 50 (s. 3H) . 2. 5 1 (s, 3H) . 3. 45-3. 55 (ra. 4H) . 3. 94 (s. 3H) . 
7.00(d. IH. J=6.8Hz).7. 16(d. IH. J=6. 8Hz).7.62(s, IH). 
8.09(d. 2H. J=8.4Hz),8. 14 (d. 2H, J=8. 4Hz) 
(B) 4- {2-[5-(4, 7-«:^yf^/U-<^i/77:/-2- 



'H-NMR(CDCl3. 400MHz) 5 ; 

2. 48 (s. 3H) . 2. 55 (s. 3H) . 3. 93 (s. 3H) . 6. 72-6. 77 (m. 2H) . 

6. 83 (s. IH) . 6. 93 (d. IH. J=6. 8Hz) . 6. 97 (d. IH. J=6. 8Hz) . 

7. 63(d. 2H. J=8. 4Hz) , 8. 07 (d. 2H. J=8. 4Hz) . 9. 00(brs. IH) 
(C) 4- {2-[5-(4. 7 -i^p^^;U^yyy^'-^-2 




8 6 
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CO2H 



mi&mi(D (D) i:(^^iwLT#fc„ 

'H-NMR(DMS0-d6. 4OOMH2) 6 ; 

2. 43 (s. 3H) , 2. 46 (s, 3H) , 6. 71 (t, IH, J=2. 4Hz) , 
6. 84 (t. IH. 3=2. 4Hz) . 6. 92 (d. IH, J=7. 2Hz) . 

6. 96(d, IH, J=7. 2Hz), 7. 23(s. IH) . 7. 89 (d, 2H, J=8. 4Hz) , 

7. 95(d, 2H, J=8. 4Hz) , 11. 81 (brs. IH). 12. 85(brs, IH) 

mmm i 4 

4 - {2-[5-(4, 7-i;'^nn^:/y77:^-2->('/l')t*oy 



ussMio. (D) tmmizvxntzo. v.;...- 

•H-NMR(DMSO-d., 400MHz) 6 ; 

6.83(t, IH, J=2.4Hz),6.89(t, IH, J=2. 4Hz) , 

7.35(d, IH. J=7.2Hz),7. 38(d, IH, J=7. 2Hz) , 7. 39 (s, IH). 

7. 91 (d, 2H, J=8. 4Hz) , 7. 97 (d, 2H. J=8. 4Hz) . 

12. 02(brs, IH), 12.86(brs. IH) 

^t&m 1 5 

4 - {2-[5-(7-^nD-<V/77>'-2--Y/t')t'o D/U]) 




8 7 
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C02H 

'H-NMR(DMS0-d6. 400MHz) 6 : 

6. 76 (t. IH. J=3. 2Hz), 6. 86 (t. IH. J=3. 2Hz) , 

7. 23 (t. IH. J=7. 6Hz) . 7. 29 (s. IH) , 7. 33 (dd, IH. J=0. 8. 7. 6Hz) . 
7. 61 (dd. IH. J=0. 8. 7. 6Hz) . 7. 90 (d. 2H. J=8. 4Hz) . 
7.95(d.2H.J=8.4Hz). 11.96(s.lH),12.83(brs. IH) 

mi&m 1 6 

4- {2-C5-(7-n-7'P f/U'<y/7 7>'-2-^/W)fa y 



CO2H 

HiSfi?^^! 1 <^ (D) (5]^l- L'C^fco 

'H-NMR(DMSO-d., 400MHz) 6 ; 

0. 95(t, 3H. J=7. 2Hz) . 1 . 75 (sext..2H, J=7..2Hz), 

2. 87 (t, 2H. J=7. 2H2) . 6. 71 (t. IH. J=3. 2Hz) . 

6.84(t, IH. J=3.2H2).7.06(dd. IH. J=l. 2, 7. 6Hz) . 

7. 13 (t. IH. J=7. 6Hz) . 7. 17 (s. IH) . 7. 44(dd. IH. J=l. 2. 7. 6Hz) . 

8 8 





wo 97/34869 PCT/JP97/00852 

7. 88 (d, 2H. J=8. 4Hz) . 7. 95 (d, 2H, J=8. 4H2) , 1 1. 82 (s, IH) . 
12. 80(brs. IH) 

mt&m 1 7 

4 - {2-[5-(4-p<f^/U-7 :7 7 > - 2 - ^/U) 




C02H 



mi&mi<D (D) t LT^tfco 
'H-NMR(DMSO- d.. 400MHz) 6 ; 

1. 29(t. 3H. J=7. 6Hz) , 2. 45(s. 3H), 2. 88(q, 2H. J=7. 6Hz), 

6. 70 (m. IH) , 6. 83 (m. IH) . 6. 95 (d. IH. J=7. 2H2) . 
6.98(d. IH. J=7. 2Hz) . 7. 23(s. IH) . 7. 89 (d. 2H. J=8. 8Hz) . 

7. 94(d. 2H. J=8. 8Hz) , 11. 80(s. IH). 12. 82(brs. IH) 

mt&m 18 

4 - {2-[5-(4-p< f^/U- 7 - n - 7° n fyU-<> y 7 7 > - 2 
->!' /I') f a y yp] } . . . . 




CO2H 



HJfi^Jlco (D) i:I^^lILT^#fc, 



B 9 



wo 97/34869 



PCT/JP97/008S2 



'H-NMR(DMS0-d6, 400MHz) 6 : 

0. 93 (t, 3H. J=7. 6H2) . 1. 73 (sext. 2H. J=7. 6Hz) . 2. 45 (s, 3H) . 
2. 83 (t, 2H, 5=7. 6Hz) . 6. 70 (m, IH) , 6. 83 (m. IH) , 
6.94(d. IH. J=7.2Hz).6.95(d. IH. J=7. 2H2) . 7. 22 (s. IH). 
7. 89 (d. 2H. J=8. 4Hz) . 7. 94 (d. 2H. J=8. 4Hz) . 1 1. 81 (s. IH) . 
12. 83(brs. IH) 

mv&m 1 9 

4 - {2-[5-(4-^on-7-p'^/U-<i^/77:^-2-^/L') 



'iis£0»j 1 <^ (D) tm¥^\^Lxntz, 

'H-NMR(DMSO-d., 400MHz) 6 : 

2. 48(s, 3H).6. 78-6. 82(m. IH) , 6. 85-6. 88 (m. IH). 

7. 09 (d. IH. J=7. 6Hz) . 7. 21 (d. IH. J=7. 6Hz) . 7. 29 (s. IH) . 

7:90(d. 2H. J=8. 4Hz):7.96(d.-2'H. J^8. 4H2) . 1 1. 91 (brs. IH) 

mt&m 2 0 

4 - {2-[5-(4-^np-7-:i:^/l''<V^^ 7^:^-2-^ /f) 



CI 
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CI 




CO2H 



ni&mi(o (D) tmmi^Lxntzo 

'H-NMR(DMS0-de,400MHz) 6 ; 

1. 30 (t. 3H. J=7. 5Hz), 2. 90 (q, 2H. J=7. 5Hz) , 

6. 79 (dd. IH, J=2. 4, 3. 6Hz) . 6. 86 (dd. IH. J=2. 4. 3. 6Hz) , 

7. ll(d, IH, J=8. 0Hz).7, 23 (d. IH. J=8. OHz) , 7. 29 (s. IH), 

7. 89 (d, 2H, J=8. 8Hz) . 7. 95 (d. 2H, J=8. 4Hz) , 1 1. 90 (brs. IH) 

m^m 2 1 

4 - {2-[5-(4-i5'ao-7-n-7'nt'/l'-^>'V^77>-2 



CI 




CO2H 



nmmi<D (d) t lai^;^ lt^^o 

'H-NMR(DMSO-d«, 400MHz) 6 ; 

0. 94{t, 3H. J=7. 2H2), 1. 68-1. 77 (m, 2H). 2. 86(t, 2H, J=7. 2Hz) , 

6. 77-6. 80 (m, IH). 6. 84-6.88 (m, IH), 7. 09 (d, IH. J=8. 4Hz). 

7. 22 (d, IH. J=8.4Hz), 7. 28 (s, IH), 7. 89 (d. 2H, J=8. 8H2). 
7. 95 (d. 2H. J=8. 8Hz) . 1 1. 90 (brs, IH) 

9 1 
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t&m 2 2 



4 - {2-[5-(5-:^'nD 



Cl 




■C02H 



llt£«aj 1 W (D) t lelfillw LT^tfc„ 
'H-NMR(DMSO-d., 400MHz) 6 ; 

2. 48 (s. 3H) , 6. 74-6. 77 (m, IH) . 6. 83-6. 86 (m. IH) . 
7. 10-7. 13(in. IH).7. I7(s. lH).7.52-7.54(in. IH), 
7. 88 (d. 2H, J=8. 4Hz) . 7. 95 (d, 2H, J=8. 8Hz) . 1 1. 89 (brs. IH) 

mi&m 2 3 



Hififi^l 1 o (D) ir lBl«ltw LT^#fco 
•H-NMR(DMSO-d.. 400MHz)- 6 ; 

I. 30 (t, 3H. J=7. 6Hz) . 2. 90 (q. 2H. J=7. 6Hz) , 

6. 74(dd. IH. J=l. 6. 3. 6Hz) , 6. 84(dd. IH. J=l. 2. 3. 6Hz) . 

7. 12 (s. IH), 7. 17 (s. IH). 7. 54 (s. IH) . 7. 89 (d. 2H. J=8. 4Hz) , 
7.94(d.2H. J=8.4Hz). 11- 89 (s. IH) 



Cl 




■CO2H 
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ni&m 2 4 

4 - {2-[5-(5-^nn-7-n-7'P h'/i^^y y 7 7 V - 2 




HJififl^'lK^ (D) i: |5]«{c LT^fc, 

'H-N.V!R(DMS0-d6, 400MHz) 6 ; 

0. 94 (t. 3H. J=7. 6Hz). 1. 74(sext. 2H, J=7. 6H2). 

2.86(t.2H.J=7.6Hz),6.74(m, lH).6.84(in, IH), 

7. 10(d, IH. J=2.4Hz).7. 18(s, lH),7.54(d, IH, J=2.4Hz). 

7. 89 (d. 2H. J=8. 4Hz) , 7. 94 (d. 2H, J=8. 4Hz), 1 1. 91 (s, IH) 
H ig 0*1 2 5 

4 - { 2 - [ 5 - is - 7 /l^ :t u - 7 - 31 ^ /i'y< y y y y y - 2 - ^ 




iis£^ii(7> (D) tmmi:iLxmtz^ 

'H-NMR(DMSO-d«, 4OOMH2) 6 ; 

1. 31 (t, 3H, J=7, 6Hz) , 2. 91 (q, 2H, J=7. 6Hz) . 
6.74(t, IH, J-3. 6Hz) , 6. 84(t, IH, J=3.2Hz), 
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6. 94(dd, IH, J=2. 0. 10. OHz). 7. 25(dd. IH. J=2. 4, 8. 8H2) , 
7.29(s, IH). 7.94(brs. 4H) , 12. 04 (brs. IH) 

m^m 2 6 

4_ (2-[5-(5-7/l':*-n-7-n-7°n f / 7 7 >- 




CO2H 



(D) i: Pl«l:: LT^fco 

'H-NMR(DMS0-d6. 400MHz) 6 : 

0.95(t.3H. J=7.2Hz), 1.74(q.2H. J=7. 2H2), 

2. 86 (t, 2H. J=7. 2Hz) , 6. 73(dd, IH. J=2. 0. 3. 6Hz) . 
6.84(dd. IH. J=2. 4.3.6Hz), 6. 93(dd. IH. J=2.0. 10.4Hz). 
7.22-7. 28 (in. 2H). 7. 90-7. 96 (brs. 4H). 12.00 (s. IH) 

mt&m 2 7 

4 _ ( 2 - [ 5 - ( 4 , 7 - 'J 7 /U> n ^ V 7 7 > - 2 - -r /I' ) t' n 



F 




CO2H 



^mi(D (D) i:|5]^HLT#fc„ 



wo 97/34869 
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•H-NMR(DMS0-d6, 400MHz) 6 ; 

6. 82 (dd, IH, 3=2. 4, 3. 6Hz) , 6. 86 (dd, IH, J=2. 4, 3. 6Hz) , 

7. 08 {dd, IH. J=3. 2. 8. 8Hz) , 7. 19 (dd, IH, J=3. 2. 8. 8Hz) . 
7. 42(d, IH, J=2. 4Hz) , 7. 92 (d. 2H. J=8. 4Hz) , 

7. 96 (d, 2H, J=8. 4Hz) , 12. 08 (s, IH) 
HJg^ 2 8 

4 - {2-[5-(5-^nn-7->|' y 7" d ^=.yu^ > y ^ >- 



^ijs^io (D) tmm\zLxntio 

•H-i\'MR(DMSO-d., 400MHz) 6 ; 

2. 25(s, 3H). 5. 48(s. IH).5. 93 (s. 1H).6. 74(in, lH).6.84(ni. IH), 
7. 23 (m, 2H) , 7. 67 (m. IH) , 7. 88 (d, 2H. J=8. 4Hz) , 
7. 94 (d. 2H. J=8. 4Hz) , 11. 96 (s, IH). 12. 87(brs. IH) 

'-Ulia^'iJ 2 -9 : - -• ■ • ^ • 

4 - [ 2 - [ 5 - ( 5 - u u - 7 - y( y a /U^ y y ^ - 2 
yu) t' n U 




CI 




CO2H 



t^mi<D (D) tmm\^Lxntz. 
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'H-NMR(DMSO-d., 400MHz) 6 : 

I. 34(d,6H, J=7. 2Hz),3.44(quint. IH, J=7. 2Hz),6.75(m. IH). 
6.84(m, 1H).7. 12(m. 1H).7. 18 (d. IH. J=0.8H2). 
7. 54 (dd, IH. J=l. 2, 2. OHz) . 7. 89 (d. 2H, J=8. OHz) , 
7. 94 (d. 2H. J=8. OHz) . 1 1. 91 (s. IH) . 1 2. 88 (brs, IH) 

m^m 3 0. 




HtS^J 1 <^ (D) i:Pl^J-LT^%fc. 

'H^N'MR(DMSO-d., 400MHz) 6 : 

0. 94 (t. 3H. J=7. 2Hz) . 1. 74 (sext. 2H. J=7. 2Hz) . 2. 34 (s. 3H) . 
2. 82(t, 2H. J=7. 2Hz). 6.68(m. IH), 6. 83 (m. IH). 6. 88 (s, IH). 
7. iKs. 1H).7. 22(s. lH).7.88(d. 2H. J=8.4Hz). 
7.94(d. 2H.J=8.4Hz). 11.81 (s, IH) . 1 2. 86 (brs. IH) 

mt&m 3 1 

2 - /I') f u y $.s.ss^ 
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CO2H 



mmmicT^ (d) tm¥ki:iLxnft, 

'H-NMR(DMSO-da, 400MHz) 6 ; 

2. 26 (s. 3H) . 2. 38 (s. 3H) , 5. 40 (s, IH) , 5. 88 (s. IH) , 6. 68 (m, IH) . 

6. 83 (m. IH) . 7. 08 (s. IH) , 7. 15 (s, IH) , 7. 36 (s; IH) . 

7. 88 (d. 2H. J=8. 4Hz) . 7. 94 (d. 2H. J=8. 4Hz) . 1 1. 84 (s. IH) . 
12. 83(brs. IH) 

HJg^J 3 2 

4 - { 2 - i 5 - ( 5 - - 7 - ^ y y' n n' /u^ ly/ y y ly ~ 2 



(p.) ^ [5]^{^.LT^#/::„ 
'H-NMR(DMSO-d.. 400MHz) 6 ; 

1. 34(d,6H. J=6. 8Hz), 2. 35(s, 3H) , 3. 40(quint, IH. J=6. 8Hz), 

6. 68 (dd. IH. J=2. 4. 3. 6Hz) . 6. 82 (dd. IH. J=2. 4. 3. 6Hz) . 

6.92(s. IH). 7. 10(s, lH),7.22(s, IH) . 7. 88 (d. 2H. J=8. 8Hz) . 

7.94(d, 2H. J=8. 8Hz). 11.79(s. IH), I2.82(brs. IH) 
Mt&m 3 3 

4 - {2-[5-(5->5^/l'- 7 - ^^/]y-<yyy y l^ - 2 - ^ /i') 
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(D) tl^«lwLx^^fe„ 

'H-NMR(DMSO-d.. 400MHz) 6 ; 

1. 30 (t. 3H. J=7. 6Hz) . 2. 35 (s, 3H) . 2. 87 (q. 2H. J=7. 6Hz) . 

6.69(m. 1H),6. 83 (m. lH).6.90(s. 1H).7. 11 (s. IH) . 7. 22(s. IH). 

7. 88 (d. 2H. J=7. 6Hz) , 7. 94 (d. 2H. J=7. 6Hz) . 1 1. 81 (s. IH) . 

12. 84(brs, IH) 
IIJS0iJ 3 4 

4_ {2-[5-(4-7t^/l'-7-^y7'D tVl'-^Vr/^T 2 

/w) fo y /u]} ^.e.#K 




C02H 



(D) LX^tfco 
'H-NMR(DMSO-d., 400MHz) 6 : 

1. 33 (d, 6H. J=6. 8Hz) . 2. 44 (s, 3H) . 3. 41 (quint, IH, J=6. 8Hz) . 
6.70(m. 1H).6. 84(m, lH),6.95(d. IH. J^7.6Hz). 
7. 00(d, IH, J=7. 6Hz) . 7. 22 (s. IH), 7. 88 (d. 2H. J=7. 6H2). 
7.94{d, 2H, J=7.6Hz). 11. 80(s, IH) , I2.84(brs. IH) 



9 8 
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4 - {2-[5-(5-y>:3rv/-7 - :n ^yU-< y / y y 2 - ^ 
/U) fay /U]} 



^IgfiSllo (D) ir m^BIC: LT^fco 
'H-NMR(DMSO-de. 400MHz) 6 ; 

I. 30 (t. 3H, J=7. 6Hz) . 2. 87 (q. IH, J=7. 6Hz), 3. 77 (s. 3H) , 

6. 69 (m, 2H) . 6. 83 (dd. IH. J=2. 4, 3. 6H2) , 6. 97 (d, IH, J=2. 4Hz) . 

7. 12(s, lH),7.88(d. 2H. J=8.4H2),7. 94(d. 2H.J=8. 4Hz). 

II. 80(s, IH), 12. 83(brs. IH) 
0IJ£«SJ 3 6 

4- {2-[5-(5-;»< h 7 - n -7*n 7 

2 --r/U) fn y /u]) ^,g.#K 



HSfifiSJicD (D) I^^IC LT^^Co 
'H-N.MR(DMSO-d., 400MHz) 5 ; 

0. 94 (t, 3H, J=7. 2Hz) , 1. 74 (sex t, 2H, J=7. 6Hz), 

2. 82 (t, 2H. J=7. 6Hz) , 3. 76 (s, 3H) , 6. 66 (s. IH), 6. 68 (m. IH) , 




MeO. 




GO2H 



9 9 



wo 97A34869 



PCT/JP97/00852 



6. 83 (m. IH). 6. 98 (s. IH), 7. 12 (d, IH, J = l. 6Hz), 

7. 88 (d. 2H, J=8. 4H2) , 7. 94 (d, 2H. J=8. 4Hz) . 1 1. 80 (s, IH) . 
12. 83(brs. iny 

m^m 3 7 

4 - {2-[5-(4-p' h e/- 7 -if^/W^yy 7 7 i^- 2 --r 



llli£0ill<7) (D) t trtilfco 
'H-NMR(DMS0-d6, 400MHz) 6 ; 

1. 28 (t. 3H. J=7. 6Hz) . 2. 84 (q. 2H. J=7. 6Hz) . 3. 87 (s. 3H). 
6.68(s. lH),6.69(d. IH. J=8. OHz) . 6. 82 (s. IH) . 
7. 01 (d, IH. J=8. OHz) . 7. 23(s. IH) . 7. 87 (d. 2H. J=8. OHz) . 
7.94(d,2H, J=8.0Hz). 11. 73(s. IH) . 12.80(brs, IH) 

m^m 3 8 

4_ {2-[5-(4- / h ^ - 7 - n - y ° /i^-< y y > - 

2 - -< /I') k* D y /u] ) ^ ,6. # K 





1 0 0 
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Mmmi(D (D) ^in^ctT^fco 

'H-NMR(DMS0-d6. 400MHz) 6 ; 

0. 93 (t. 3H, J=7. 6Hz) . 1. 70 (m, 2H) , 2. 79 (t, 2H. J=7. 6Hz) . 
3. 88 (s, 3H) . 6. 68 (m, 2H) . 6. 82 (m. IH) , 6. 99 (d. IH. J=8. OHz) , 
7. 23 (s. IH) . 7. 87 (d, 2H, J=8. OHz) ,7. 93 (d, 2H, J=8. OHz) , 
11. 73(s. IH). 12. 68(brs. IH) 

4- { 2 - [5 - (-f i^t/y [4.5-b]77 2 /U) f D y /U]} ^ 



mi&mi<D (D) tmm\zLx'^tz. 

*H-NMR(DMSO-d., 400MHz) 6 ; 

2. 14 (quint. 2H, J=7. 2Hz).. 2. 97 (t, 2H. J=7. 2Hz) . 

3. 10(t. 2H, J=7.2Hz),6.68(ni, 1H).6. 82(m. IH), 
7.12(d, IH. J=7. 6Hz),7. 17(s. 1H).7. 39(d. IH. J=7.6Hz), 
7. 88 (d, 2H. J=7. 6Hz) , 7. 94 (d. 2H. J=7. 6Hz) . 11. 81(s. IH) . 
12. 82(brs. IH) 

15 fi'ij 4 0 

4- {2 -[5 -(6, 7 - ?i ^/U^yy :7 7 y - 2 /U) t' a ]) 




I 0 1 
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CO2H 



m&wi<^ (D) tm¥^\^\^xmto 

'H-NMR(DMSO-d.,400MHz) « ; 

2. 30 (s. 3H) . 2. 42 is, 3H) , 6. 69-6. 72 (m. IH) . 6. 81-6. 84 (m, IH) , 
7.02(d, IH, J=8.4Hz).7. iKs. lH).7.30(d. IH, J=8.4Hz). 
7. 88 (d, 2H. J=8. 4H2) . 7. 94 (d. 2H. J=8. 4Hz) . 1 1. 78 (s, IH) . 
12. 80(brs. IH) 

mi&m4 1 

4 - {2-[5-{7-73i/df^i>"<>^/77>-2--r/^)foy/U]} 



mSfiF'l 1 (D) [5l«(- LT#fc, 
'H-NMR(DMSO-d«, 400MHz) 6 : 

6. 56-6. 59 (m. IH) . 6. 79-6. 84 (m. 2H) , 7. 07-7. 21 (m. 4H) . 

7. 25 (s. IH) . 7. 37-7. 44 (m. 3H) . 7. 87 (d. 2H. J=8. 4Hz) . 
7,93(d.2H.J=8.4Hz). ll.9l(s. IH) . 12. 82 (brs. IH) 




I 0 2 
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^ 4 2 

4 - (2-[5-(4-7/U:^-n-7-:^'Pn^i^y77>'-2--r' 



F 




^ifi^J 1 (0 (D) t Isl^l:: LT^tfec 

'H-NMR(DMSO-ds, 400MHz) 6 ; 

6.79-6. 82 (m. lH), 6. 86-6. 89(in. 1H).7. 14(t, IH. J=8.8Hz). 

7. 37 (dd. IH. 3=4. 4. 8. 4HZ) , 7. 38 (s. IH) . 7. 90 (d. 2H. J=8. 4Hz) . 

7. 96 (d, 2H, J=8. 4H2) . 1 1. 97 (d, IH) . 12. 86 (brs. IH) 
H i£ ^''l 4 3 

4 - {2-[5-(5-7/l':^-n-7-^nn^>'y'77>-2--i' 
/1-) t'D y /U]} ^.g.#K 




^lte«»Jl(7) (D) tmmi^LX'l^tZo 
'H-NMR(DMSO-d., 400MHz) 6 ; 

6. 76-6. 80 (in, 1H),6. 84-6.88(m. lH),7.29(s. IH), 

7. 34 (dd. IH. J=2. 4. 8. 4HZ) . 7. 51 (dd. IH. J=2. 4. 8. 4Hz) . 
7. 90 (d. 2H. J=8. 4Hz) . 7. 96 (d. 2H. J=8. 4Hz) . 12. 00 (s, IH) , 
12. 86 (brs, IH) 



1 0 3 
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4_ {2-[5-(7-hy 7 /\^ytu '^jU^yy 7 y > - 2 - y( A^) 



Uligflsj 1 <^ (D) i: |5i«ll:: LT^^fco 

'H-NMR(DMSO-d., 400MHz) 6 ; 

6. 72-6. 75 (m, IH) . 6. 85-6. 88 (m, IH). 7. 35(s, IH), 

7. 40 (t, IH. J=7. 6HZ) , 7. 56 (d, IH. J=7. 6Hz) , 

7. 89 (d. 2H, J=8. 4H2) ! 7. 96 (d. 2H. J=8. 4Hz) . 1 1. 98 (s. IH) . 

12. 83(brs. IH) 
HffiM 4 5 

4_ {2-[5-(5. 7 - ■'J ^ o ^ y y 7 y > - 2 - A^it.' a V 



nV&mi(D (D) UXt#/io 
'H-NMR(DMSO-de. 400MHz) 6 ; 

6. 76-6. 81 (m, IH), 6. 84-6. 89(in, IH), 7. 28(s, IH), 
7.46(d, IH. J=2.0HZ).7.76(d, IH. J=2.0H2), 

7. 89 (d. 2H. J=8. 4Hz) . 7. 95 (d, 2H. J=8. 4H2) . 12. 00 (brs. IH) 





CO2H 



1 0 4 
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mmm4 e 

4 - {2-[5-(4, 7-v?^nn-3-^^>'U^>y77:/-2 



HJS^Ji© (D) 1 LT^^fco 

'H-NMR(DMS0-d..400MHz) 6 ; 

2. 56 (s, 3H) , 6. 69-6. 73 (m, IH) , 6. 89-6. 93 (m, IH) , 

7. 30 (d. IH. J=8. 8Hz) . 7. 39 (d, IH. J=8. 8HZ) . 7. 94 (s. 4H) . 

11. 97(brs, IH), 12.82(brs, IH) 

mt&m 4 7 

4- {2^[5-(3, 4. 7 - h y ^ f-/U-<:^'/7 7 2 ->f /U) 



HiS^Jio (D) tmmi:iLxntZo 

'H-NMR(DMSO-d., 400MHz) 6 ; 

2. 50 (s, 3H) , 2. 53 (s, 3H) , 2. 59 (s, 3H) , 6. 57(brs, IH) , 
6. 82-6. 88 (m, 2H) , 6. 94 (d. IH, J=7. 2Hz) , 7. 90 (s, 4H) , 
11. 70(brs, IH). 12.80(brs, IH) 

^ i£ fiSJ 4 8 





1 0 5 
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'H-NMR(DMSO-d., 400MHz) 6 ; 

I. 36(d,6H, J=7.6Hz),3.45(quint. IH, J=7.6H2), 

6. 70-6. 73 (m. 1 H) , 6. 83-6. 86 (m, IH) , 7. 09-7. 16(m, 2H). 

7. 17(s, 1H).7. 43(d. IH. J=7.6Hz).7.88(d,2H.J=8.4Hz). 
7.95(d.2H, J=8.4Hz). 11.83(s. IH), I2.82(brs. IH) 

mV&m 4 9 

4- (2 -[5 -(4. e-i^p'^/i'-^^^'/^^:^- 2-'</U)fn y 



^ffifisi 1 <D (D) tmm\^Lxnito 

'H-NMR(DMS0-d6, 400MHz) 6 ; 

2. 35 (s, 3H) . 2. 43 (s. 3H) . 6. 65-6. 68 (m. IH) . 6. 81-6. 84 (m. IH) . 
6. 87 (brs. IH) . 7. 16-7. 21 (m. 2H) . 7. 88 (d. 2H. J=8. 4Hz) , 
7.93(d. 2H. J=8.4Hz). II. 82(s. IH). 12.79(brs. IH) 





1 0 6 
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m^i^ 5 0 

4- {2 -[5 -(5, 7 -i^ ;^ '^Jl^-^^^yy y y- 2 --f /l')t'u ]) 



mt^mifo (D) tm^^\^Lxntzo 

'H-NMR(DMSO-ds, 400MHz) 6 ; 

2. 32 (s, 3H) , 2. 45 (s. 3H) , 6. 68-6. 71 (m, IH) , 6. 80-6. 83 (m, IH) , 

6. 88(d, IH, J=l. 2Hz), 7. 10(s, IH). 7. 20(d, IH. J=l. 2Hz), 

7. 86(d, 2H, J=8. 4Hz) . 7. 93(d. 2H, J=8. 4Hz) , 11. 78(s, IH) , 
12. 80(brs, IH) 

mt&m 5 1 

4 - { 2 ~ [5 - (4 - ?i V ^ - 1 - :^ ^ V y y y - 2 - ^ 

yu) k'n U yu]} ^.g.#«^ 



'H-NMR(DMSO-da, 400MHz) 6 ; 

2. 41 (s, 3H) , 3. 86 (s. 3H). 6. 66-6. 70 (m, 2H), 6. 81-6. 85 (m, IH), 

6. 99 (d, IH. J=7. 6Hz) , 7. 24 (s. IH) . 7. 88 (d. 2H, J=8. 4Hz) , 

7. 94(d. 2H. J=8.4Hz), 11. 75(s, IH), 12. 80(brs, IH) 





COjH 



%Um\(n> (D) l^^ld LT^#^Co 
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IISSM5 2 



Utefisi 1 (D) i: |5]^|c: LT^yto 
'H-NMR(DMSO-d., 400MHz) 6 ; 

I. 40 (t. 3H. J=7. 6Hz) , 4. 25 (q, 2H. J=7. 6Hz) . 6. 68-6. 71 (m. 1,H) . 

6. 81-6. 84 (m, IH) . 6. 87 <d. IH. J=7. 6H2) , 7. 12(t, IH. J=7. 6Hz) , 

7. 16-7. 19 (m. 2H) . 7. 89 (d. 2H. J=8. 4Hz) . 7. 94 (d. 2H. J=8. 4Hz) . 

II. 87(s. IH), 12. 78(brs. IH) 
Hffitfil 5 3 

4 - (2-[5-(7-iJ'oo-4-^ i-/U^y'/yy y - 2 - -f /I') 





^JS^'J 1 o (D) i: iBl^c: LT#/to 
H-NMR(DMSO-d». 400MHz) 6 ; 

6. 73-6. 76 (m, IH) , 6. 84-6. 87 (m. lH).7.05(d, IH, J=8.0Hz), 
7.22(d, IH. J=8.0Hz).7.33(s, IH) . 7. 90 (d, 2H. J=8. 4Hz) . 
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7. 95 (d, 2H, J=8. 4Hz) , 11. 93(s, IH) . 12. 88(brs, IH) 

4_ {2-[5-(7-p« h ^ ^ y y y 7 :^ - 2 - t' a V /i^l) 



^i£Mi<^ (D) tmmi^Lxntzo 

•H-NMR(DMSO-d., 400MHz) 6 ; 

3. 93(s. 3H), 6. 68-6. 71 (m, IH) , 6. 8 1-6. 84 (m, IH), 

6. 88 (dd. IH, J=l. 2. 8. OHz) , 7. 14 (t. IH, J=8. OHz) , 7. 18 (s, IH), 

7. 19(dd, IH. J=I. 2, 8. OHz). 7. 89(d,2H. J=8. 4Hz) . 
7. 94(d, 2H, J=8. 4Hz) . 11. 87(s, IH) . 12.84(brs. IH) 

HJgM 5 5 

4 - { 2 - [5 - (7 -3^=}- iv^:y/ -7 7 - 2 - ^ /U) k* d U /V]} 



%%<SA\(r> (D) iBj^iw LT^#fcc 

'H-NMR(DMS0-d..400MHz) 6 ; 

1. 30(t, 3H, J=7. 6H2) , 2. 90(q. 2H, J=7. 6Hz), 6. 70-6. 73(m, IH). 
6. 82-6. 85 (m, IH) . 7. 08 (dd, IH. J=0. 8, 8. OHz) , 
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7. 14 (t. IH. J=8.0Hz),7.44(dd, IH. J=0. 8, 8.0Hz). 
7. 88 (d, 2H. J=8. 4Hz) . 7. 94 (d. 2H. J=8. 4Hz) . 1 1. 82 (s, IH) . 
12. 83 (brs. IH) 
HtS^SJ 5 6 

4 - {2-[5-(7-7x=. yU'< >' 7 7 - 2 - ^ /V) k' n y yl/] } 



*H-NMR(DMSO-d«, 400MHz) 6 ; 

6. 68-6. 7 Km. 1H),6. 83-6. 86 (m. IH). 7: 28 (s. IH). 

7. 32 (t. IH. J=7. 6Hz) . 7. 40-7. 48 (m. 2H) . 7. 56 (t . 2H. J=7. 6Hz) . 
7. 63 (d. IH, J=7. 6H2) . 7. 88 (d. 2H, J=8. 4Hz) . 7. 92-7. 98 (m, 4H) . 
11. 90{s. IH). 12. 84(brs, IH) 

mmm 5 ? • 

4_ {2-[5-(7-^^>'l''<>V77>'-2->('/l')fny;U3} 





^^mi<o (D) i: [sl^l:: LT^^/zo 
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'H-NMR(DMSO-de, 400MHz) 6 ; 

2. 52(s, 3H), 6. 71-6. 74(in, IH) , 6. 83-6. 86 (m, IH), 
7.06(d. IH, J=7. 2Hz).7. 12(t, IH, J=7. 2Hz) , 7. 18(s, IH), 
7.43(d, IH, J=7. 2Hz), 7.89(d,2H, J=8. 4Hz) , 
7. 95(d, 2H, J=8. 4Hz), 11. 83(s. IH) , 12. 82 (brs, IH) 

H £g 5 8 

4- {2 -[5 -(4, 5 - i^^ f^/l"<:^y'7 7 2 ->r /I^) fn y 



mt&mi(o (D) tmmi^iLxntzo 

'H-NMR(DMSO-d., 400MHz) 6 : 

2. 34 (s, 3H) , 2. 46 (s. 3H) , 6. 70 (dd, IH. J=2. 4, 3. GHz) . 
6.83(dd. IH, J=2. 4,3. 6Hz).7. ll(s, lH),7.22(s, IH). 
7.87-7. 95 (m,4H), ^11. 80(s, IH), 12.79(s. IH) 

mmm 5 9 . . _ ^ , 

4 - (2-[5-(4-p'^>'l"<vy77>'-2-'l'/U')fniJ/U]} 





nig^ii CO (D) tmmi^bxntz 
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'H-NMR(DMSO-d., 400MHz) 6 : 

2. 51 (s, 3H), 6. 72-6. 73 (m, IH) . 6. 84-6. 85 (m. IH), 

7.06(d, IH, J=7.2Hz),7. 12(dd. IH, J=5. 2, 5. 2Hz) , 7. 10(s. IH). 

7. 44 (d. IH. J=7. 6H2) . 7. 89 (d, 2H, J=8. 4Hz) . 7. 95 (d. 2H. J=8. 4Hz) 

m^m 6 0 

4 - {2-[5-(4-^'nP'<i/y77i^-2->r>'U)fn JZ/U]} 



mi&M 1 <r> (D) i: |5l«H:i UX^#fco 
'H-NMR(DMSO-d«, 400MHz) 6 ; 

6. 78-6. 80 (m, IH) . 6. 86-6. 87 (m, IH) , 7. 24-7. 33 (m, 3H) , 
7.57(d, IH, J=8.0Hz),7.92(d,2H,J=8. 4Hz), 

7. 95(d, 2H, J=8. 4H2), U- 97.(s, IH), 12.87(brs, IH) 

mmm 6 1 

4_ {2-[5-(5-^DD'<>'>/7 y y - 2 - >r ) f p y ] ) 





nt^MKD (D) tmm\^i^rnt:zo 
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'H-NMR(DMSO-d., 4OOMH2) 5 ; 

6. 74-6. 75 (m, IH), 6. 82-6.84(in. IH) , 7. 20 (s, IH), 

7. 25(dd. IH. J=2. 0,8.4H2), 7. 58 (d. IH. J=8. 8Hz) 
7.73(d. IH. J=2.0H2),7, 87(brd, 2H. J=8. 4H2), 

7. 94(brd. 2H. J=8. 4Hz) 
Ml&m 6 2 

4- {2 -[5 -(4, 7 -i^^ ^/U-<:^/7 7 2 ->r /U) 7 y yu]) 



mt&mi(D (D) tmm\zLx'^tzo 

'H-NMR(DMS0-d.,400MHz) 6 : 

2. 46 (s, 6H) . 6. 97 (d. IH. J=7. eHz) , 7. 04 (d. IH. J=7. 6Hz) . 
7. iKd, IH. J=4.0Hz).7.35(d, IH. J=4. OHz) , 7. 40 (s. IH). 
7. 95 (d. 2H, J=8, 4Hz) . 8. 01 (d. 2H. J=8. 4Hz) 

UlS.^J.e 3 

4- {2-[5-(4. 7 -iP ?i ^Jl'^y:/yy 2 /U)'^ oL =. 





Mmmi(7) (D) tmm\:iLxntz 
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'H-NMR(DMS0-d6, 4OOMH2) 6 ; 

2. 42(s. 6H).6. 96(d. IH. J=7. 2H2) , 7. 02 (d, lH.J=7.2Hz). 
7.38(s. lH).7.68(d, 1H,J=4. 0Hz).7. 76(d, IH, J=4.0Hz). 
7. 85 (d, 2H. J=7. 6H2) . 7. 98 (d, 2H. J=7. GHz) 

4- {2 -[5 -(4, 7 -t?^ n 0^:^/77^'- 2 11 yU]} 



mi&mi<D (D) tmmi^Lxntzo 

'H-NMR(DMSO-d.. 400MHz) 6 : 

7. 30 (d, IH. J=3. 6H2) . 7. 38-7. 42 (m, 2H) . 7. 47 (d, IH. J=8. OHz) , 

7. 52(s, IH). 7. 97-8. 03 (m. 4H) 
^J£ff*l 6 5 

4_ {2-[5-(4, 7-v7^^^^VV'77>'-2-'r/^)^3L^ 



^ife^^'j 1 <^ (D) [^^{^ LTl^fco 
'H-NMR(DMSO-ds, 400MHz) 6 : 

7.39(d, IH. J=8. OHz). 7.45 (d, IH, J=8. OHz) . 7. 55 (s. IH). 



CI 
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7. 80(d. IH, J=4. 4H2) , 7. 84-7. 90 (m. 3H) , 7. 98 (d, 2H, J=8. 4Hz) 
HM^'I 6 6 

5- {2 -[5 -(4, 7 - v?^ ^^/U'^^ :/ 7 7 V- 2 - ^ ^U) f 



mi&mi(D (D) t(^«icLT#fcc 

'H-NMR(DMSO-d.,400MHz) 5 ; 

2. 43 (s, 3H) , 2. 45 (s, 3H) , 6. 62-6. 65 (m, IH) , 6. 66-6. 69 (m, IH) , 

6. 92 (d. IH, J=7.6Hz).6. 96 (d, IH. J=7. eHz) , 7. 19 (s, IH), 

7. 45 (d, IH, J=3. 6Hz), 7. 67 (d, IH, J=3. 6Hz) , 11. 96(brs, IH), 
12. 97(brs, IH) 

mt^m 6 7 

4 - (2-[5-(2, 3, 4, 7 -X h 7 ^/l"<>' :/7 7 :/ - 5 
/U) fcr ]} yu]} ^S#K 




mmmio (D) LT^tfco 

'H-NMR(DMSO-d«, 400MHz) 6 ; 

2. 28 (s, 3H), 2. 35 (s, 3H) . 2. 37 (s, 3H). 2. 57 (s, 3H). 

6. 16(brs, IH). 6. 75(brs, IH). 7. 06(s, IH) , 7. 80(d. 2H. J=8. 4Hz). 
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7. 86 (d. 2H, J=8. 4Hz) . 1 1. 36 (brs. IH) , 12. 69 (brs. IH) 

- mn&m 6 8 

4-{2-[5-(2, 3-i^7« f^/U-^ y 7 7 V - 5 - -r /I') f D y 



nffifiRi 1 <^ (D) twim\^Lxnfto 

'H-NMR(DMSO-d«, 400MHz) 6 : 

2. 18 (s. 3H) , 2. 35 (s. 3H) . 6. 59 (brs. IH) , 6. 73 (brs. IH) . 



7. 82-7. 94 (m. 5H) . 1 1. 36 (brs. IH) . 12. 76 (brs, IH) 

mti&m 6 9 

4_ {2-[5-(7-^DD-<>-:/f-;i-73i:^-2--CA')fo 




mti&mi(D (D) i5]^j3 LT^fco 

'H-NMR(DMS0-d6. 400MH2) 6 ; 

6. 65-6. 68 (m, IH) . 6. 80-6. 83 (m. IH) . 7. 38-7. 42 (in. 2H) . 

7. 76-7. 82 (in. lH).7.80(s. 1 H) . 7. 89 (d, 2H. J=8. 4H2) . 
7.94(d. 2H, J=8.4H2). 11. 87 (s. IH) . 12. 82 (brs, IH) 




7.42(d. IH. J=8.2Hz).7.6l(dd. IH, J=2. 0. 8. 2Hz) , 
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mi&m 7 0 

4- {2 -[5 -(5, 7 - v^/ ^/U-^:^^^;^^ s 2 yU) t' 



mm^KD (D) l^^i:: LT^fco 

'H-NMR(DMS0-d6, 400MHz) 6 ; 

2. 36(s. 3H), 2. 42(s. 3H). 6. 54-6. 56(m, IH). 6. 77-6. 79(ni, IH). 
6- 96 (s, IH) . 7. 43 (s, IH) . 7. 71 (s, IH) , 7. 88 (d, 2H, J=8. 4H2) , 
7. 93(d, 2H. J=8. 4Hz) . 11. 76(s, IH), 12. 76(brs, IH) 

mi&m 7 1 

4- {2-[5-(7-n--7'n H' ^ :/ :i- 7 s. y - 2-^ /U) f 



n^mi<D (D) i: (5J^I^ LT^feo 
'H-NMR(DMS0-d9. 400MHz) 6 ; 

0. 96(t, 3H, J=7. 2Hz). 1. 75(sext, 2H, J=7. 2H2), 

2. 78(t, 2H. J=7. 2Hz) . 6. 56-6. 59 (m. IH), 6. 78-6. 81 (m, IH), 

7. 13(d, IH, J=7. 2Hz). 7. 30 (t, IH, J=7. 2Hz) , 





CO2H 
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7. 63 (d, IH, J=7. 2H2) , 7. 78 (s. IH) , 7. 89 (d. 2H. J=8. 4H2) , 
7. 93 (d. 2H. J=8. 4H2) , 11. 77(s, IH) , 12. 78 (brs, IH) 
7 2 

4_ {2_[5-(5 - 7/u;d-o - 7 - / f-/u^ / ^ 3|- 3: >^ - 2 



||ffi«»JlO (D) t l^^l- LT#yS:o 
'H-NMR(DMSO-de. 4OOMH2) 6 ; 

3. 32(s, 3H),6. 59-6. 62(m, IH) . 6. 79-6. 82 (m, IH). 
7. 05 (dd. IH. J=2. 4. 9. OH2) . 7. 48 (dd, IH. J=2. 4. 9. OH2) , 
7. 77 (s. IH) . 7. 89 (d, 2H. J=8. 4H2) . 7. 94 (d. 2H. J=8. 4H2) . 
" 11. 85(s. IH). 12. 78(brs, IH) 

m^m 7 3 

-r /I') t' o u /u] ) 




^tfe^^J 1 O (D) i: LT^#fCo 
'H-NMR(DMSO-d., 4OOMH2) 5 ; 

3. 30 (s. 3H), 6. 60-6. 62 (m, 1H),6. 79-6. 82(m. IH), 

7. I9(d. IH. J=1.6H2),7.73(d. IH, J=l . 6H2) . 7. 75 (s. IH) , 
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7.88(d, 2H. J=8. 4Hz)..7. 94 (d. 2H. J=8. 4Hz) . 11. 86 (s. IH) , 
12. 80(brs, IH) 

mmm 74 

4 - { 2 - [5 - (7 2 -'I'/w) fn y /u]) 



nigfiBjK^ (D) tmmizLxnit, 

'H-NMR(DMSO-d.,400MHz)5 ; 

1. 32 (t, 3H. J=7. 6Hz) . 2. 82 (q. 2H. J=7. 6Hz) . 6. 57-6. 59 (m, IH) . 

6. 78-6. 81 (m. IH). 7. 15(d, IH, J=7. 6Hz). 7. 31(t, IH. J=7. 6H2), 

7. 64(d. IH. J=7. 6Hz), 7. 79(s. IH). 7. 89(d. 2H. J=8. 4Hz). 
7.94(d, 2H. J=8. 4Hz), 11.78 (s. IH). 12.83(brs. IH) 

4 - {2-[5-(7-^Po-4-p<^/l'^y"/f^;^7ii^-2-- 





C02H 



mt^m 1 <D (D) i: 



'H-NMR(DMSO-d., 400MHz) 6 ; 



2. 56 (s, 3H) , 6. 65-6. 67 (m, IH) , 6. 80-6. 83 (m. IH) . 
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7. 20 (d, IH. J=7. 6Hz) , 7. 29 (d. IH. J=7. 6Hz) . 



7.89 (d, 2H. J=8. 4Hz) , 7. 93 (s, IH) , 7. 95 (d. 2H. J=8. 4Hz) . 
11. 83(s. IH), 12. 82(brs, IH) 

mi&i^ 7 6 

4 - (2-[5-(7->r y7'nt'/U'<V^^^7ni^^-2-W/l')f 



6. 56-6. 59 (m, IH) . 6. 78-6. 81 (tn, IH) , 7. 20 (d. IH, J=7. 6H2) . 
7.33(t, IH, J=7. 6Hz). 7. 63(d. IH. J=7. 6Hz) , 7. 78 (s, IH). 

7. 89 (d, 2H. J=8. 4Hz) , 7. 94 (d. 2H, J=8. 4Hz) , II. 78 (s. IH) . 
12. 82(brs, IH) 

mt&m 7 7 ' 

4- I 2 -[5 -(4, 7 - t^;^ f'/i'^ v/^;*-^ I 2 -'f /i^) f 




HtS^iJ 1 <^ (D) (5l«lc LT^/io 



'H-NMR(DMSO-d«, 400MHz) 6 ; 



l.33(d, 6H, J=7.6Hz).3. 10 (quint. IH. J=7. 6Hz), 
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'H-NMR(DMS0-d6, 400MHz) 6 ; 

2. 42 (s. 3H) , 2. 54 (s. 3H) , 6. 56-6. 59 (m, IH) , 6. 78-6. 81 (m. IH) , 
7. 02 (d, IH, J=6. 8Hz) , 7. 08 (d. IH, J=6. 8Hz) . 7. 89 (s, IH) . 
7. 90 (d, 2H, J=8. 4Hz) , 7. 94(d, 2H. J=8. 4Hz) , 1 1. 76 (s, IH) , 
12. 83(brs. IH) 

4- {2 -[5 -(4, 7 - v'^ n n y 31 2 - -r /I') f 




CQzH 



mi&mi<D (D) tmmi:iLxntzo 

'H-NMR(DMSO-d., 400MHz) 6 ; 

6. 73-6. 76(m, IH), 6. 82-6. 85(m, IH) , 7. 41 (d, IH, J=8. OHz), 

7. 49(d. IH, J=8. OHz), 7.91 (d,2H,J=8.4Hz), 

7.96(.d, 2H, J=8. 4Hz), 7. 98 (s. IH), 11. 98 (s, IH), 12. 86(brs, IH) 

m^m 7 S ' 

4-{2-[5-(3, 4, 7 - h y ^ ^^^-<>'y^3^7 3l >- 2 - 
^ /W) fn y 




CO2H 



mmi(o (D) tmmizLxntzo 
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'H-NMR(DMS0-d6, 400MHz) 6 ; 

2. 40(s. 3H), 2. 66(s, 3H). 2. 72(s. 3H), 6. 38-6. 41 (m. IH), 
6. 79-6. 82 (m, IH) , 6. 94-7. 10 (m, 2H) . 7. 78-7. 96 (m, 4H) , 
11.65(s, IH) 

mmm s o 



mi&mi(D (D) i5j«{c LT^#feo 

'H-NMR(DMS0-d6, 400MHz) 6 : 

3. 41 (s. 3H) , 4. 97 (s, 2H) , 6. 81 (m, IH) . 6. 83 (m. IH) . 
7.40(t, IH. J=7.6H2).7.5d(d, lH.J=6.8Hz). 
7.8l(d. IH. J=8. OHz), 7.90-7.97(m, 6H),8. 34 (s. IH) . 
II. 63(s'. IH) , 12; 83(brs. IH) 

mmm s i 

4 - (2-[5-(8-:t h ^ i- y ^ y - 2 - ^ A-) t' u ]) 



McO. 
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mi&mi<D (D) tmmi^iLxntzo 

'H-NMR(DMSO-d., 400MHz) 6 ; 

1. 51 (t. 3H. J=6. 8Hz) , 4. 26 (q, 2H, J=6. 8Hz) . 6. 73 (m, IH) . 

6. 83 (m, IH) , 6. 95 (d. IH, 3=7. 6Hz) . 7. 34 (t, IH. J=8. OHz) , 

7. 41 (d, IH. J=8. OHz) . 7. 86(d, IH, J=8. 8Hz) , 7. 92-7. 95(ni, 5H) , 

8. 48(s, IH), 11. 70(s, IH) 

nmm 82 

4 - ( 2 - [ 5 - (8 - y y o Ttf ^ -y-t y ^ - 2 - y( /\^) h' n V 




mi&miff^ (D) tmmi^Lx'^tzo 

'H-NMR(DMSO-d«, 400MHz) 6 ; 

1. 43 (d, 6H. J=6. OHz) ,4. 82 (quint, IH, J=6. OHz) , 6. 71(in, IH) , 
6.82(m, lH),7.33(t, IH, J=8. OHz) , 7. 39 (d, IH, J=7. 6Hz) , 
7, 85 (d, IH, J=8. 8Hz), 7.93 (m, 5H) , 8. 44 (s, IH), 11. 70 (s, IH) 
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mt&m 8 3 

4 - {2-[5-(8-;^ ^ W - 2 - yU) t" n y /U]) 




HJS^SJ 1 (D) ^ |5)«|{1 LT^fCo 
'H-NMR(DMSO-d., 400MHz) 6 ; 

4. 0 1 (s. 3H) , 6. 76 (m. IH) , 6. 82 (m. IH) , 6. 97 (d. IH. J=7. 6Hz) . 

7.36(t, IH, J=8. OHz), 7.42(d. IH. J=8.0Hz). 

7.85(d. lH.J=8.8Hz),7. 90-7. 96(in. 5H).8.55(s, IH). 

11.69(s.lH) 

mi&m 8 4 

4_ {2-[5-(8-(2-7!;/l')-^7^U:^-2-^/l')fn yyU]) 




m^mi(o (D) tm¥k\zLx'{^tzo 

'H-NMR(DMSO-d., 400MHz) 5 ; 

6. 72 (dd, IH. J=2. 0. 3. 6Hz), 6. 75 (dd. IH. J=l. 6. 3. 2Hz) . 
6.83(dd, IH. J=2. 0. 3. 6Hz) . 7. 05 (d. IH. J=3. 2Hz). 
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7. 50 (t. IH. J=8. OHz), 7. 74 (dd, IH. J=l. 2. 7.2Hz). 

7. 88-7. 94 (m. 5H) , 8. 01 (s, 2H) . 8. 62 (s. IH) . 1 1. 70 (s, IH) 

M^ms 5 

4 - {2-[5-(7-t h' 13 i/ - 8 - ^ 1/ y a •<=^ jui- y ^ u 
- 2 - /V) t' o y /U] } 



'H-NMR(DMSO-d., 400MHz) 6 ; 

2. 10(s. 3H), 4. 89(m, IH), 5. 49(di, IH), 

6. 61 (dd. IH, J=2. 4. 4. OHz) , 6. 79 (dd, IH. J=2. 4, 3. 6Hz) . 

7. 09 (dd. IH. J=2. 0, 8. 4Hz) . 7. 64 (d. IH. J=9. 2Hz), 
7. 71 (d, IH. J=8. 8Hz). 7. 89(d, 2H. J=8. 4Hz) . 

7.92(d, 2H, J=8. 4Hz),8. 01(s. 1H).9. 40(s. IH). 11.66(s. IH) 
MMms 6 

4 - { 2 - r 5 - ( 8 - (1 - ;^ > dr i/^c /b)-:f ^ > - 2 - /U) 




1 (D) tmm\::Lxmtz. 




^mmi<D (D) Pi^ii LT^t7t„ 



1 2 5 
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'H-NMR(DMS0-d6, 4OOMH2) 6 ; 

I. 50 (d, 3H. J=6. OHz) , 3. 24(s, 3H). 5. 32 (q. IH. J=6. 4Hz) , 

6. 82 (s, 2H) , 7. 45 (t. IH. J=7. 6Hz) . 7. 53 (d, IH. J=6. 8Hz) . 

7. 78 (d, IH, J=7. 6Hz) . 7. 89-7. 97 (m, 6H) . 8. 41 (s, IH) . 

II. 58(s. IH) 
8 7 

4_ {2-[5-(8-(2-^i=/L')1-7^'U>-2-'<>'l^)foy 



lli£0*J 1 «7) (D) tm^ki^LX^tZo 
'H-NMR(DMSO-d6,400MHz)8 : 

6. 62(m, IH), 6. 81 (m, IH) , 7. 29 (m, IH) , 7. 45(m, IH), 
7.49(t, IH. J=7.6Hz).7.57(d, IH. J=7. 2Hz) , 7. 73 (m, IH) , 

7. 85-7.94(10. 5H), 8.03 (S.2H). 8.47 (s. in). 11. 66 (s.lH) 

^ Jfi 8 8 

4_ {2-[5-(5-p' h ^ - 8 - ^ y Zf u =^ /^-^ y ^ ^ > - 
2 --r /U) f'n y /U]) 




I 2 6 
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mt&mi(D (D) tmmi::Lx^tLo 

'H-NMR(DMSO-d,. 400MHz) 6 ; 

2. 20 (s. 3H), 3. 96 (s, 3H), 5. 04 (s, IH). 5. 42 (s, IH) , 6. 70 (m, IH). 

6.81(ni, lH),6.87(d, IH. J=8. OHz) . 7. 24 (d, IH, J=8. OHz) . 

7. 88-7. 96 (m. 5H) . 8. 19 (m, 2H) . 1 1. 66 (s. IH) 
mi&m 8 9 

4 - |2-[5-(5-^ h^r'>-8-^y7'of /U 7 ^ U > - 2 




llte0iJl<75 (D) i: |5]«|I LT?f /ho 
'H-NMR(DMSO-d., 400MHz) 6 ; 

I. 33 (d, 6H, J=6. 8Hz). 3. 85 (quint, IH, J=6. 8Hz) . 3. 93 (s, 3H), 

6. 82(s, 2H). 6.86(d, IH. J=8. OHz) , 7. 32(d, IH. J=8.0Hz). 

7. 86-7. 96 (m. 5H) . 8. 16 (d, IH. J=8. 4Hz) , 8. 41 (s, IH) , 

II. 62(s. IH) 



1 2 T 
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mi&m 9 0 

4 - (2-[5-(5-p<>^v'-8 y ^ \y :y - 2 - ^ JV) 




mmmi<o (d) I^^I:: tr^fc. 

'H-NMR(DMSO-d., 400MHz) 5 ; 

1. 3 1 (t, 3H. J=7. 2Hz) , 3. 09 (q. 2H, J=7. 2Hz) , 3. 93 (s, 3H) . 
6. 80-6. 84 (m, 3H), 7. 25 (d, IH. J=8. OHz), 7. 88-7. 96 (m. 5H) , 
8. I5(d, IH, J=8. 8Hz) , 8. 33(s, IH) 

mt&m 9 1 

4 - (2-[5-(5--;?'h^->-8-7' =^Jl^-t y ^ \^ - 2 - ^ /]^) 




mv&mi<D (D) i: [5]^;^ LT^#ys:„ 

'H-NMR(DMSO-d., 400MHz) 6 ; 

2. 63(s. 3H), 3. 92(s, 3H) , 6. 77-6. 82(m. 3H) , 

7. 24 (d. IH. J=8. OHz), 7. 86-7. 95 (m, 5H) . 8. 13 (d, IH, J=8. 8Hz), 

8. 28(s. IH) , 11. 62 (s, IH) 



I 2 8 
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nt^9i 9 2 




HiS^JliD (D) i:^«{cLT#fco 

'H-NMR(DMSO-d., 400MHz) 5 ; 

3. 80 (s, 3H) . 6. 72-6. 75 (m. IH) , 6. 84-6. 86 (m, IH) . 
6.95(d, IH. J=2.0Hz),7. 18(d. IH. J=2. 4Hz) . 7. 22 (s, IH), 
7. 89 (d. 2H. J=8. 4Hz). 7.95(d, 2H. J=8, 4Hz) , 1 1. 94(brs. IH) 

Mi&m 9 3 

4 - {2-[5-(7-^'nn-5-;;< =f->\^^:yVy 7 i^ - 2 /b) 




•CQ2H 



nts^fjKD (D) tl5l«llL-c^#/tc 

*H-NMR(DMSO-de, 4OOMH2) 6 ; 

2. 37 (s. 3H). 6. 71-6. 75 (m. IH). 6. 83-6. 87 (m, IH) , 

7. 17 (d, IH, J=0.4Hz).7. 21(.s, 1H),7. 40(d. IH,J=0.4Hz), 

7. 89 (d. 2H. J=8. 4Hz) . 7. 95 (d. 2H. J=8. 8Hz) . 1 1. 93 (brs, IH) 



1 2 9 
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^mm 9 4 

4 - {2-[5-(7-:^'nn-5 -mf^/u^v y ;7 ^ _ 2 - /U) 



mmmi<D (d) tT?#yh„ 

'H-NMR(DMSO-d.. 400MHz) 5 ; 

1. 22(d, 3H. J=7. 5Hz), 2. 67 (q. 2H, J=7. 5Hz) . 

6. 73(dd, IH, J=2. 4.3.6Hz).6. 85(dd, IH. J=2. 8. 3. 2Hz) , 

7. 18-7. 19 (m. IH) . 7. 23 (s, IH) , 7. 43-7. 44 (m, IH) , 

7. 89 (d. 2H. J=8. 4Hz). 7. 95 (d. 2H. J=8. 8Hz) . 1 1. 93(brs. IH) 
M1i&m9 5 

4 - {2-[5— (7-^'an-4, 5 - ^ /U'< y 7 7 - 2 

->r /u) fn y /u]} ^.6.#s 



iiii£«riji(75 (D) tmmizLxntzo 

'H-NMR(DMSO-d«, 400MHz) 6 ; 

2. 29 (s, 3H) , 2. 36 (s, 3H) , 6. 70-6. 74 (m, IH), 6. 82-6. 86 (m, IH). 
7. 15(s. lH),7.31(s, 1H),7. 89(d,2H. J=7.6Hz). 
7. 95(d. 2H, J=7. 6Hz) , 11. 91 (brs. IH) 





1 3 0 
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n^m 9 6 

4 - { 2 - [ 5 - (5 7 - ^ '^/l^^yz/y 7 ^ - 2 - /U) 



mmmi<r> (d) irl^^ictr^fc. 

'H-NMR(DMS0-d6. 400MHz) 6 ; 

I . 21 (t, 3H. J=7. 6Hz) . 6. 63 (q. 2H, J=7. 6Hz) , 6. 67-6. 72 (m. IH) , 

6. 80-6. 85 (m, IH). 6. 88-6. 93 (m. IH), 7. 12 (s. IH). 

7. 22-7. 26 (m, IH) . 7. 88 (d. 2H. J=8. 4Hz) , 7. 94 (d. 2H. J=8. 4Hz) . 

II. 80(brs. IH) 

nmm 9 7 

4 - [ 2 - [ 5 - {7 - u u - S - y-f u ^ - ^/ y y - 

2 - ^ /u) t-D y ,\.]\ 



Hig^J 1 <D (D) tP^lCLT^tfco 
'H-NMR(DMSO-d., 400MHz) 6 ; 

2. 16 (s, 3H) , 5. 13-5. 14 (m, IH) , 5. 47-5. 48 (m, IH) . 

6. 74-6. 78 (m, IH) , 6. 84-6. 88 (m, IH) , 7. 28 (s, IH) , 

7. 47 (d, IH, J=l. 6Hz). 7. 73 (d, IH, J=l. 6Hz), 





CO2H 
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7. 90(d, 2H, J=8. 4Hz), 7. 95(d, 2H. J=8. 8Hz) , 11. 97(brs. IH) 
mi&m 9 8 

4- {2 -[5 -(5, 7 - v?^' n n - 3 - 5^/l"< 7 7 V - 2 



llia«^'il(^ (D) LT^#fcc 
*H-NMR(DMSO-d., 400MHz) 6 ; 

2. 35 (s, 3H) , 6. 66-6. 70 (m, IH) , 6. 80-6. 84 (m, IH) . 
7.45-7. 49(in. IH) , 7. 68-7. 72 (m, IH) , 7. 80-7. 90 (m. 4H) , 
11. 84(brs, IH) 

m^m9 9 

4- (2-[5-(7-^on-4-3:f- /U^ 1/ / V 7 - 2 - ^I'/U) 



IIJ£0iJ 1 o (D) i: f^^J:: LT#/S:e 
'H-NMR(DMSO-d.. 400MHz) 6 ; 

1. 28 (t, 3H. J=7. 6Hz). 2. 83 (q, 2H. J=7. 6Hz) . 6. 74-6. 76 (m. IH). 
6. 84-6. 87 (m, 2H) . 7. 07 (d. IH. J=8. OHz), 7. 25(d, IH. J=8. OHz) . 





CO2H 
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7. 37 (s. IH) . 7. 90 (d, 2H, J=8. 4Hz) , 7. 95 (d, 2H. J=8. 4Hz) , 
11.91 (brs, IH) 
HJSiSJ 10 0 

4-{2-[5-(4, 5, 7 - h y p« f^/U-i^-y'^ 7 2 - >r /W) 



HffifisjK^ (D) i: Pl^l:: LT^f fc, 
'H-NMR(DMSO-d., 4OOMH2) 6 ; 

2. 26 (s, 3H). 2. 35 (s. 3H). 2. 43 (s, 3H) , 6. 67-6. 7 1(m, IH). 

6. 81-6. 85 (m, IH). 6. 87 (s. 1H).7. 21(s, IH). 

7. 88(d. 2H. J=8.4H2). 7. 94 (d. 2H. J=8. OHz) , 11. 78(brs. IH) 
HiSfiSJ 1 0 1 

4 - {2-[5-(6-^on-7-n-7'n fyU-^i^ V 77 >- - 2 
-I' /U) f p y yu]) 



'H-NMR(DMS0-d6. 400MHz) 5 ; 

0. 96(t, 3H. J=7. 6Hz). 1. 64-1. 76(m, 2H) , 2. 95-3. 03(in, 2H) , 





CO2H 
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6. 73-6. 76(ni, IH) , 6. 83-6. 87 (in, 1H),7. 19(s, IH), 
7.26(d, IH, J=8.8Hz).7.47(d. IH, J=8. 8Hz) , 

7. 89 (d, 2H, J=8. OHz) . 7. 96 (d, 2H, J=8. 4Hz) ,11.87 (brs, IH) 
Mt^M 10 2 

4 - {2-[5-(4-^nn-7-n-:7'^ /U^ y Z7 y - 2- 



ntgflni 1 <^ (D) tmm\:.Lxmto 

'H-NMR(DMSO-d., 400MHz) 6 ; 

0.92(t. 3H. J=7.6Hz), 1. 29-1. 38 (m, 2H) , 1. 64-1.74(ni. 2H) . 

2. 84-2. 92 (m, 2H) . 6. 75-6. 79 (m, IH), 6. 83-6. 87 (m, 2H) , 

7.08(d, IH, J = 7. 7Hz) , 7. 22(d, IH, J=7. 7H2),7. 28(s, IH). 

7. 88 (d, 2H, J=8.8Hz), 7. 96(d, 2H. J==8. 3Kz) , 11. 90 (brs. IH) 
Mt&^ll 0 3 

4 - {2-[5-(3, 5-v?^nn-4. 7 - ;i ^ /l'^ 7 y y 




CChH 
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mmmi(D (D) tmm\z.Lxnfto 

'H-NMR(DMSO-d.. 400MHz) 5 ; 

2. 53 (s. 3H) , 2. 69 (s. 3H) , 6. 93 (dd. IH, J=2. 4, 4. OHz) . 
7. 01 (dd, IH. J=2. 4, 4. OHz) . 7. 27 (s. IH) . 7. 95 (s. 4H) . 
11. 94(brs, IH) 

Mi^M 10 4 

4 - {2-[5-(3-:J'nn-4, 7 - /U^i^ y y ^ i 



I XO2H 
(A) 4- { 2 - [ 5 - (3 - ^ n D - 4 , 7 - i:^ ^ /U^ y y y 

I CI 



L, N-^nn^^' i^v^ $ KO. I3g^ AD xi^rfi T- 1 4 ^rnl^S^ 





4- {2-[5-(4, 7-v?>^yU-<:y 



:/77>-2-w'/u)fD!; 
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•H-NMR (CDC1,, 400MHz) 6 ; 

2. 50 (s, 3H) . 2. 71 (s, 3H) , 3. 92 (s, 3H) , 6. 77-6. 80 (m, IH) , 
6.91(d, IH. J=7. 6Hz),6. 98(d. IH, J=7. 6Hz) . 7. 01-7. 04 (m. IH), 
7. 63 (d, 2H. J=8. 4Hz) , 8. 08 (d, 2H. J=8. 4Hz) , 9. 23 (brs, IH) 

(B) 4 - {2-[5-(3-^na-4, 7 - pi =^ :/ y =7 



mmmi(D (d) tmmizLxmto 

'H-NMR(DMSO-d., 400MHz) 6 ; 

2. 52 (s. 3H). 2. 65 (s. 3H) . 6. 90-6. 93 (m. IH), 6. 95-6. 99 (m, 2H). 
7. 04-7. 08 (m. IH) , 7. 95 (s, 4H) , 1 1. 89 (brs. IH) 

Mt&m 10 5 

4- {2 -[5 -(4, 7 - v^oi ^/U^ y 7 7 - 2 - 'T /U) f n !) 





mmmi<D (d) tm^i^Lxntzo 



1 3 6 
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'H-NMR(DMS0-d6, 400MHz) 6 ; 

1. 27(t,.3H, J=7. 6Hz) , 1. 30(t, 3H, J=7. 6Hz), 

2. 81 (q, 2H,"J=7. 6H2), 2. 88(q, 2H. J=7. 6Hz) , 

6. 70 (dd. IH, J=2. 4, 4. OH2) , 6. 83 (dd. IH, J=2. 8, 3. 6H2) , 
6.96(d, IH. J=7.6Hz).7. 01(d. IH, J=7. 6Hz) , 7. 27 (s, IH), 

7. 88 (d, 2H. J=8. 4Hz) . 7. 94 (d, 2H. J=8. 8Hz) . 1 1. 78 (brs, IH) 
HJg M 1 0 6 

4 - {2-[5-(5-^nn-7-7/W';d-p^>'y77>'-2 
yu) fc'n y /u]) 



m^m\(r> (D) ^I^^{wLT^§feo 
'H-NMR(DMSO-d.. 400MHz) 6 ; 

6. 75-6. 84 (m, 2H). 7. 25 (s. IH), 7.33(dd. IH, J=2. 4, 8. 8H2), 

7.60(d, IH, J=2. 4Hz), 7. 85(d, 2H. J=8. 4Hz), 

7.94(d, 2H, J=8. 4Hz),12. 00(s,lH) . 
Htfi^^l 1 0 7 

4 - {2-[5-(7-3:f^ = /Ux:i/y7 7. :x-2-></U)fD U/U]) 





■C02H 



1 3 7 
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mmmicD (d) tm^i^Lxntz, 

'H-NMR(DMSO-d., 400MHz) 6 ; 

4. 55 (s. IH) , 6. 73 (dd. IH. J=2. 4, 4. OHz) . 

6. 85 (dd. IH. J=2. 4. 4. OHz) . 7. 23 (t. IH. J=8. OHz) , 7. 26 (s, IH) , 

7. 36 (dd, IH. 3=4. 2. 8. OHz) . 7. 69 (dd, IH, J=l. 2, 8. OHz) , 

7. 89 (d, 2H, J=8. 4Hz) , 7. 95 (d, 2H. J=8. 4Hz) . 1 1. 94 (brs. IH) 
HiS^SJ 10 8 

4 - {2-[5-(7-(2-7« h ^ v^^f^yU)'^:^ 7 2 ->r 

/I') f D y /b]) ^SSK . 




niSMic^ (D) tmmizLxmfto 

'H-NMR(DMSO-d.. 400MHz) 6 ; 

3. 14 (t, 2H. J=7. 2Hz). 3. 27 (s. 3H) , 3. 70 (t. 2H, J=7. 2Hz), 
. 6. 73(dd. IHi J=2. 4, 3. 6Hz) , 6. 84(dd, IH, J=2. 4. 3. 5Hz) . 
7. 1 1-7. 16 (m, 2H) , 7. 18 (s, IH) , 7. 46 (dd, IH, J=2. 0, 6. 8Hz) , 
7. 89 (d, 2H, J=8. 4Hz) , 7. 94 (d, 2H, J=8. 4Hz) , 1 1. 85 (s, IH) , 
12. 83 (brs, IH) 
10 9 

4 - [ 2 - [ 5 - ( 5 - y /i' :t a - 7 - / /l'^ y/ y y y - 2 - 



1 3 8 
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F 




•CO2H 



mm^^iKo (D) t^mi^Lxnfto 

*H-NMR(DMS0-de.400MHz) 6 ; 

2. 43 (s, 3H) , 6. 75 (brs. IH) , 6. 85 (brs, IH) , 

6. 93 (d. IH, J=10. OH2) , 7. 19 (s, IH) . 7. 26 (d, IH. J=6. 8Hz) . 

7. 89 (d, 2H, J=8. OHz) , 7. 95 (d, 2H. J=8. OHz) . 1 1. 90 (s. IH) 

m^m 110 

4 - {2-[5-(4 - y A^>i-o - 7 - "^/U^y/ 7 y y - 2 - ^ 

/u) fo y /u]) ^s#K 



nmmi<0 (D) t IrI «Hw L T ?f fe, 
'H-NMR(DMSO-d.. 400MHz) 6 : 

2. 4'2'(s; 3H) . 6: 7-2 (br s, 1H)V6. SUbrs'; 1'H)-;7". 06 (t^ iH; J=8. OHz) .. 
7. 19(s. lH),7.44(dd. IH, J=6. 0, 8. OHz) , 7. 88 (d, 2H. J=8. OHz) . 
7.94(d, 2H, J=8.0Hz), 11. 85(brs, IH) 

m^m 111 

4 - { 2 - [5 - (7 - yn^ - 4-7/l';j-n^>'/77i^ - 2 - ^ 
/U) fn y /V]) 



F 




CO2H 



1 3 9 
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F 




CO2H 



mmmio (D) t LT^#fc„ 

'H-NMR(DMSO-d«. 400MHz) 6 ; 

6. 78 (dd. IH. J=2. 4. 3. 6Hz). 6. 87(dd. IH, J=2. 4. 3. 6Hz) , 

7. 09 (t, IH. J=9. 2Hz) , 7. 48 (dd, IH, J=4. 8, 8. 4Hz) , 7. 49 (s, IH) . 
7. 93 (d, 2H, J=8. 8Hz) . 7. 96 (d, 2H, J=8. 8Hz) . 12. 20 (brs, IH) 

mt^m 112 

2- (2 -[5 -(4, 7 - i;*/ ^/U'^ 7 2 --T/U) fn y 



^J£fi»Ji<D (D) tmmizLx'i^tz, 

*H-NMR(DMS0-d6, 400MHz) 6 r ^; . : - . : , . , , 

2. 44 (s. 3H) . 2. 46 (s. 3H) , 6. 72-6. 76 (m, IH) , 

6.92(d, IH, J=8. 0Hz),6.96(d, IH. J=8. GHz) , 7. 04-7. 09 (m, IH), 

7. 51 (s, IH) , 7. 93 (d. IH. J=7. 6Hz), 8. 20 (dd, IH, J=2. 4. 7. 6Hz) , 

9.02(d, IH, J=2.4Hz). 12. 26 (brs, IH) 
^Ifi^SJ 1 1 3 

4-{2-[5-(4, 6, 7 - h V / f-^^^yy^ y y 2 - Jl^) 




1 4 0 
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IIJ6«RJ 1 (D) tT^^feo 
'H-NMR(DMSO-d., 400MHz) 6 ; 

2. 29 (s, 3H) . 2. 38 (s, 3H) , 2. 40 (s, 3H) , 6. 69 (brs. IH) , 
6. 81-6. 84 (m, 2H) , 7. 17 (s, IH) . 7. 86-7. 95 (n, 4H) . 
11. 76 ((brs, IH), 12. 82 (brs, IH) 

mmm 114 

6 - {2-[5-(4, 7 - ^ /U^ :y y y y - 2 - y( A^) u ]} 




HJSMitT) (D) t PI^lc: LT^fco 

'H-NMR(DMSO-d«, 400MHz) 6 ;. - . ..: '. .y "z.-^-'^' ' 

2. 46 (s. 3H) , 2. 47 (s. 3H) . 6. 73 (brd, IH. J=3. 6Hz) . 
6.90(brd, IH. J=3.7H2).6.92(d, IH, J=6.8Hz), 
6.96(d. IH. J=6.8Hz),7.25(s, lH),7.93(d, IH, J=8.4H2), 
7.97(d, IH, J=8.4Hz).8.01(d. IH. J=8.4Hz), 
8. 10(d, IH. J=8.8Hz),8. 35(s, lH),8.53(s. IH), 11.88(brs, IH) 

MM^l 1 1 5 

4 - {2-[5-(4. 7 - ^ ^ y y y y y - 2 - ^ ;\^) t.' a ]) 



1 4 1 
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mmmio (d) tmmi::Lxntio 

'H-NMR(DMSO-d.. 400MHz) 6 ; 

2. 41 (s. 3H) . 2. 47 (s, 3H) . 6. 58 (t. IH. J=3. OHz) . 

6.81(t, IH, J=3.0H2).6. 93(ABq,2H, J=9. 0Hz).7. 18(s, IH), 

7. 58-7. 70 (in, 2H), 7. 72 (d, 1H,J=9. OHz). 8. 17 (d, IH. J=9. OHz), 

8. 40 (d, IH. J=9. OHz) . 8. 77 (d. IH, J=9. OHz) 
116 

2, 5 - v^p* f^/V- 4 - {2 -[5 -(4, 7 - 'J ?i =^/\y^:yy y y 
2 ->r /u) f n y /W]) 3f,g.#K 




mmm i(o (D) tmm\:iLx^tzo 

'H-NMR(DMSO-d«, 400MHz) 6 ; 

2. 41 (s, 3H). 2. 42 (s, 3H), 2. 47 (s. 3H), 2. 55(s,3H), 
6. 48 (dd, IH, J=2. 5, 3. OHz) , 6. 71 (dd, IH, J=2. 5. 3. OHz) . 
6.92(ABq,2H, J=7.0Hz),7. 18(s, IH) , 7. 46 (brs, IH), 
7.75(brs. IH) 



1 4 2 
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mmm 117 

5 - {2-[5-(4, 7 - pi ^ /l^^l^ y 7 y y - 2 - /I') t' u ]) 
/U]) - 2 - 7 ^ 



njg^yio (D) tmm\z.i.xmtzo 

'H-NMR(DMSO-d«, 400MHz) 6 : 

2. 43(s, 3H). 2. 45(s. 3H). 6. 58(d, IH, J=3. 6Hz). 

6. 79(d. IH, J=3. 6Hz), 6. 87-6. 96 (m, 3H) . 7. 01-7. 08(brs. IH), 

7. 18(s. IH) 

3- {2 -[5 -(4, 7 -i?^ ^/U^:/'/ 7 7 2 --C/U) fn y 




ms&mi<o (D) tmmi^^Lx^tzo 

'H-NMR(DMSO-d.. 400MHz) 8 ; 

2. 49 (s. 3H). 2. 57 (s. 3H) . 6. 70(dd. IH, J=2. 5. 3. 8,Hz) . 

6. 74 (dd, IH. J=2. 5, 3. 8Hz) , 6. 83 (s, IH) . 6. 93 (d, IH, J=7. 5Hz) , 

6. 97 (d, IH. J=7. 5Hz),7. 52 (t. IH, J=8. OHz), 

7.83(d. IH. J=7. 5Hz), 7. 96(d, IH. J=7. 5Hz) . 8. 28 (s, IH), 
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9. 03(brs. IH) 
mi&m 119 

3 - Zf a ^ - 4 - {2-[5-(-f7h[l, 2-b] 7 y - 2 - ^ ^U) 



mmmi<r> (d) tmMiz.Lmtz. 

•H-NMR(DMSO-d., 400MHz) 6 : 

6. 86(in. 2H). 7. 31 (s. IH), 7. 51 (t. IH, J=7. 6H2), 

7. 65 (t, IH. J=7. 8Hz) , 7. 75 (s. IH) . 7. 79 (d, IH, J=8. OH2) . 
7.99(dd, IH. J=1.2,8.4Hz),8. 02(d, IH. J=8. 4Hz) , 8. 19 (s, IH). 

8. 32 (d, IH. J=8. OHz) , 11. 98 (brs. IH) 

12 0 

3 - u ^ - 4 - [ 2 - [5 - (4 , 7 - 'J a u ^l^y 7 y - 2 

--r /u) fD y /b]) 





mmm i(o (D) tmm^Lxntzo 



'H-NMR(DMS0-d6, 4OOMH2) 6 : 



6.80(d. IH. J=3. 6Hz) . 6. 83(d. IH. J=3. 6Hz) , 



7. 34 (dd. IH, J=1.0, 8. 2Hz), 7. 35 (s, IH), 



1 4 4 
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7.37(dd, IH. J=0. 6. 8. 6H2), 7. 70(brd, IH, J=8.4Hz). 
7.94(brd, IH. J=8. OHz) , 8. 16(brs, IH) 
MMm 12 1 

4 - {2-[5-(3, 4-i^p« 7 ^ - 1 - /W) f n y /I/] } 



mmmi(0 (D) |5]«{c: LT^f::o 
'H-NMR(DMSO-d., 400MHz) 6 ; 

2. 54 (s, 3H) . 2. 65 (s, 3H) , 6. 57 (dd, IH. J=2. 8. 2. 8Hz) . 
6.85(dd, IH, J=3. 2.3. 2Hz), 7. 43(s. IH). 
7.47(dd. IH. J=7. 6.7.6Hz), 7. 55(dd. IH. J=7. 2. 7. 2H2) , 
7.62(d. IH. J=8.4Hz),8. ll(d. 4H. J=8. OHz) . 8. 68 (brs. IH) 

mt&m 1 22 

4 - {2 -[5 -(5. 8 f^/W^t-^^ U:/- 2 /^)^3i=/i.]) 




'CO2H 




'H-NMR(DMS0-d6, 400MHz) 6 ; 



2. 6 1 (s, 3H) . 2. 67 (s. 3H) . 7. 23 (d. IH. J=7. 2Hz) 
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7.26(d. IH. J=7.6Hz).7.64(d, IH. J=4. OHz) . 
7. 70 (d, 2H, J=8. OHz). 7. 73 (d, IH. J=3. 6Hz). 
7. 91 (d, 3H. J=8. 4Hz).8.06(d, IH. J=8. 8Hz). 8. 21(s, IH) 

m^m 12 3 

4- {2 -[5 -(5, 8 - v';' w-:/- 2 -^/U) 7 y /I/]} 



mii&mi(r> (D) |5]«jz LT^feo 

'H-NMR(DMSO-d., 400MHz) 6 : 

2.61 (s, 3H) . 2. 70 (s, 3H), 7. 24 (d. IH, J=6. 8Hz). 

7. 27 (d. IH, J=7. 2Hz) . 7. 33 (s, 2H) , 7. 97 (d. 2H. J=8. 4Hz) . 

8. 01 (d. 3H. J=8. 4Hz) , 8. 07 (d. IH. J=8. 8Hz) . 8. 39 (s. IH) 
1 2 4 

4_ {2-[5-(8-^^>'l'-l-^ h ^ •>-)- 7 ^ ^> - 2 - ^ Jl^) 



mt&mi<D (D) fs'^JC t T#fCo 
'H-NMR(CDCl3, 400MHz) 6 ; 

1. 36(t, 3H. J=7. 2Hz). 3. 35 (q. 2H, J=7. 6Hz), 3. 74 (s. 3H) , 
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6. 77-6. 81 (m, 2H) , 7. 30-7. 40 (m, 2H) , 7. 60-7. 73 (m, 5H) . 
8. 10-8. 20 (m, 2H) . 10. 34 (brs, IH) 

mi&m 12 5 

4- { 2 - [5 - (8 - ^/l'- 1 - ^ l^'^ - 2 - ^ /I') 




mi&mi(D (D) tmmi;LLxntzo 

'H-NMR(CDCl3. 400MHz) 6 ; 

2. 97 (s, 3H) , 3. 73 (s. 3H) , 6. 76-6. 80 (m. 2H) . 7. 28-7. 35 (in. 2H) . 

7. 61-7. 72 (m. 5H) . 8. 14(d. 2H. J=8. 4Hz). 10. 33(brs. IH) 
mi&M I 2 6 

4- { 2 - [5 - (5 - T-ir:>-7x-/i') f n y /l-Jl^SSK , 




CO2H 



Mmmi(D (D) i:m¥^\zLxnfto 

'H-NMR(CDCls, 4OOMH2) 6 ; ^ 

3. 40-3. 48 (m. 4H) , 6. 64-6. 66 (m. IH) , 6. 84-6. 86 (tn, IH) . 

7. 33-7. 36 (m. 2H) , 7. 50-7. 64 (m, 4H) . 8. 03 (d, IH. J=8. 4Hz) , 

8. 09-8. 12 (m. 2H) , 8. 75 (brs, IH) 
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mmm 127 

4 - {2 -[5 -(5, 8 - 7< ^yl^- 2 H - ^ o ^ 3 /U) f 



lliigMi<o (D) i:l^«lcLT^feo ' 
'H-NMR(DMS0-d6, 400MHz) 6 ; 

2. 09 (s, 3H) , 2. 34 (s, 3H) . 4. 95 (brs, 2H) . 6. 45-6. 47 (m, IH) , 

6. 67 (d, IH. J=7. 6H2) , 6. 75-6. 77 (m. IH) , 6. 84 (d, IH, J=7. 6Hz) , 

7. 24 (brs. IH) , 7. 85-7. 94 (m, 4H) 
1 2 8 

4 - {2-[5-(5-'ry7'nf/U-8-p<f'/l'-2H-^'o^>' 

- 3 ->C f D y /V]} ^je.§K 



mmmi(o (d) tmm\^Lxwtzo 

'H-NMR(CDCl3, 4OOMH2) 8 ; 

1. 30 (d, 6H, J=6. 8H2) . 3. 28 (hept. . IH, J=6. 8Hz) , 
4.99(d,2H. J = l. 2Hz),6.39-6.40(in, IH) . 6. 7 1-6. 73 (m, IH), 
6. 81-6. 86 (m, 2H) , 6. 99 (d, IH, J=8. OH2) , 7. 64 (d, 2H. J=8. 4Hz) . 
8. 13(d,2H,J=8. 4H2).8.70(brs, IH) 





1 4 8 
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m^m 12 9 

4 - [2 - [5 - (5 - / f^/W- 2 H - :7 n V - 3 - /I') f D y /V] } 



(D) L-C#fc„ 
'H-NMR(DMSO-d.. 4OOMH2) 6 ; 

2. 14 (s. 3H) . 5. 04 (brs, 2H) , 6. 43-6. 45 (m, IH) , 6. 75-6. 77 (m, IH) . 

6. 81 (t, IH, J=7. 6H2) . 6. 95 (t. IH, J=8. OHz) , 7. 09 (brs, IH) , 

7. 86-7. 93 (o, 4H) , II. 39 (s, IH) , 12. 82 (brs. IH) 
Mt&tfil 13 0 

4 - {2-[5-(5-3i^/U-2H-^n^:/-3-W/l')fn 



mn&mKD (D) tmt^i^Lxntz. 

'H-NMR(DMSO-de, 400MHz) 6 ; 

I. 13(t, 3H, J=7. 2Hz) . 2. 48-2. 55 (m, 2H). 5. 02 (brs, 2H) , 
6. 45 (brs. IH) , 6. 75-7. 09 (m, 5H) , 7. 85-7. 93 (m. 4H) , 

II. 39(s, IH), 12. 8.1 (s. IH) 





CO2H 



1 4 9 
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mmm i 3 1 

4 - {2-[5-(5-^ h^i/-2H-:?n;<>-3--r/W)foy 



3lte0ili<^ (D) l^^ld LT^#feo 

'H-NMR(CDCls, 400MHz) 6 ; 

3. 91 (s. 3H) , 5. 00 (brs, 2H) , 6^ 34 (brs, IH) , 6. 50-6. 55 (m, 2H) , 

6. 70 (s. IH) . 6. 95 (s. IH) , 7. 08 (dd, IH. J=7. 2, 7. 2Hz) . 

7. 62 (d, 2H. J=7. 6Hz) , 8. 1 1 (d, 2H. J=8. 4Hz) , 8. 77 (brs, IH) 

mt&^i 1 3 2 

4 - {2-[5-(8-P« hdr>>-7-^'^/U-2H-^o^>'-3 



mt&mi(D (D) isl^lw LT#/:io 
'H-NMR(CDC1 a, 400MHz) 6 ; 

2. 16 (s, 3H), 3. 73 (s, 3H) , 5. 01 (brs,2H). 6. 44 (m, IH), 
6. 70-7. 77 (m, 3H) , 7. 07 (s. IH) , 7. 85-7. 93 (m, 4H) , 
11. 38(brs, IH), 12.80(brs, IH) 





1 5 0 
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mt^m 13 3 

4- { 2 - [5 - (4 - / ^/U- 2 H - :^ n p{ i^ - 6 - -f/U) fn y /U]} 




mi&mi<D (D) t l^«lwLT^#fc, 

'H-NMR(CDCl3. 400MH2) 6 ; 

2. 10(d, 3H. J=1.6Hz).4.79(q, 2H.J=1.6Hz).5. 65(m, IH). 

6. 51(dd, 1H,J=2. 8,3. 6Hz), 6.74 (dd, IH, J=2. 8. 3. 6Hz) . 

6. 85 (d, IH. J=8. OHz) . 7. 29-7. 32 (m, 2H) , 7. 59 (d. 2H. J=8. 8Hz) , 

8. 10 (d, 2H. J=8. 4Hz) , 8. 60 (brs. IH) 
m&rn 13 4 

4 - {2-[5-(5-:/n-=t-8-;?' hdr->-2H-^np«:/-3 

--T/i-) fa y /u]} 




^igfiSJlCO (D) tl^«lCLT?^fco 
'H-NMR(DMSO-d., 400MHz) 6 ; 

3. 75 (s, 3H). 4. 97 (brs, 2H) . 6. 53 (brs. IH), 6. 79-6. 82 (m, 2H). 
7. 14(d, IH, J=8.8Hz),7. 22(brs, IH) , 7. 9 1 (brs, 4H) , 



1 S 1 
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11. 65(brs, IH), 12. 83(brs, IH) 
mimm 13 5 



HlgfiRJio (D) i: UT^fco 
'H-NMR(CDCls, 400MHz) 6 ; 

2. 37 (s, 3H). 3. 88 (s. 3H), 5. 05 (brs, 2H) . 6. 40(brs. IH). 

6. 71-6. 72 (m. 4H) . 7. 64 (d. 2H. J=7. 6Hz) , 8. 12 (d. 2H. J=8. OHz) . 

8. 68 (brs. IH) 

nt&m I 3 6 

4 - {2-[5-(5-7'D f yu- 2H-^D^i^-3-^/U)t'n y 



HlfefiRJiro (D) ^ |5l«jl LT^fc, 
'H-.NMR(CDCl,,400MHz) 6 ; 

0. 97 (t. 3H, J=7. 2Hz) ,1.63 (tq. 2H. J=7. 2, 7. 2H2) , 

2. 59(t. 2H, J=7. 6Hz) , 5. 04 (s, 2H). 6. 36(dd, IH. J=2. 4, 2. 4Hz). 





O' 



CO2H 
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6.62 (brs. IH) . 6. 86 (dd. IH. J=7. 6. 7. 6Hz) . 6. 94-7. 0 1 (m. 2H) , 
7. 6 1 (d, 2H, J=8. 4Hz) . 8. 1 1 (d, 2H. J=8. 4H2) , 8. 63 (brs. IH) 
13 7 

4 - {2-[5-(5-:5'Dn-8-p< ^/U- 2 H - ^ u ^ y - ^ 



^teMlO (D) tm^izLxntzo 

*H-NMR(CDCl3. 400MHz) 6 ; 

2. 19 (s. 3H) . 5. 05(d. 2H. J=l. 2Hz), 6. 41 (dd. IH. J=3. 6. 3. 6Hz). 
6. 71 (dd, IH. J=3. 6. 3. 6H2) . 6. 90 (brs, 3H) . 7. 64 (d. 2H. J=8. 8Hz) . 
8. 1 1 (d. IH. J=8. 8H2) . 8. 74(brs. IH) 

M^m 13 8 

4-{2-[5-(S, 7. 8 - h y ^ f^/U- 2 H- ^ n ^ 3 - 



mmMicD (D) tmrnizLxntz, 

'.H-NMR(DMSO-d.. 400MHz) 8 ; 

2. 02 (s. 3H) . 2. 15 (s, 3H) . 2. 31 (s. 3H) , 4. 91 (s. 2H) . 
6.43(brs. IH), 6. 60(s. IH), 6. 75(brs. IH), 7. 23(s. IH), 
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7.85-7.93(m,4H), 11.35(s, IH) , 12.78(brs, IH) 



MH&^l 3 9 



4-{2-[5-(5, 7 



t^^^/l'-2H-^'nptV-3-'</U)t' 




CO2H 



1 (D) i: LT^t^to 

*H-NMR(DMSO-d.. 400MHz) 6 ; 

2. 19 (s, 3H). 2. 34 (s. 3H). 4. 90 (s, 2H), 

6. 43 (dd, IH, J=3. 2. 3. 2Hz) , 6. 49 (brs, IH) , 6. 60 (brs. IH) . 

6. 75(dd, IH. J=3. 2, 3. 2Hz), 7. 23(brs, IH). 7. 86(d, 2H, J=8. 4Hz). 

7. 93(d. 2H. J=8. 8H2) 

mn&m 14 0 

4 - {2-[5-(7, 8-v?^'^>'l'-2H-:^'op<:^-3->r/l')f 



njs^j 1 (D) tmmiz.Lxntz. 

*H-NMR(DMSO-d., 400MHz) 6 ; 

2. 07(s, 3H), 2. 19,(s, 3H) , 5. 00(s. 2H). 6. 41-6. 43(m. IH). 

6. 72-6. 76 (m, 2H) , 6. 84 (d, IH, J=7. 6H2), 7. 06 (brs, IH) . 

7. 86(d. 2H, J=8. 4Hz), 7. 91 (d. 2H. J=8. 8H2) 




CO2H 
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1 4 1 

4 - {2-[5-(6-p«^/>-2H-^n7<:/-3->r/U)fn U/V]) 



lltg«?'Jl(Z) (D) |5J«JC LT^/d, 
'H-NMR(DMSO-d., 400MHz) 6 ; 

2. 22 (s, 3H),4. 97 (s, 2H) , 6. 44 (dd, IH, J=2. 0. 2. OHz) , 
6. 70 (d, IH. J=7. 6Hz) , 6. 76 (dd, IH. J=2. 0. 2. OHz) , 
6. 87-6. 89 (m, 2H),7.06(s. IH) , 7. 85-7. 93 (m, 4H) . 11.39(s. IH). 
12. 79(brs. IH) 
1 4 2 

4- {2 -[5 -(5, 6-'J^^/\^-2H-^o/:y-3-yCfl')\^ 



mi&mi<D (D) i^^i^ L-c^#fco 

'H-NMR(DMSO-d«, 400MHz) 5 ; 

2. 10(s,3H),2. 19(s, 3H), 4. 99(s. 2H). 6. 44(s, lH),6.73(s, IH), 
6. 77(brs,2H). 7. 04 (s, IH). 7. 86-7. 93(m, 4H), II. 38 (s. IH). 
12. 78(brs, IH) 

HiSS^J 1 4 3 

4 - {2-[5-(6-^nD-2H-:^P;^>-3-^>'^)t'n I.yl']} 
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CO2H 



mmmi(D (d) tmmi^Lxntzo 

*H-NMR(DMSO-da. 4OOMH2) 6 ; 

5. 05 (s, 2H) , 6. 46-6. 52 <m. IH) , 6. 74-6. 79 (m, IH) , 

6. 83 (d, IH. J=8. 8Hz) , 7. 05-7. 10 (m, 3H) , 7. 86 (d, 2H. J=8. 4H2) , 
7.92(d, 2H, J=8. OHz), 11.47(s. IH), 12.80(brs. IH) 

^J6«aj 14 4 

4 - {2-[5-(7-^nD-2H-^D^V-3->r/l')foy/U]} 



mn&mKD (D) ir iHi^ic LT?#fc„ 

'H-NMR(DMSO-d.. 400MHz) 6 ; 

5.06(s, 2H)i6. 47(dd, lH, J=2. 4.3..2H2>. V - .. . ,. . 

6. 77 (dd, IH. J=2. 4, 3. 2Hz) . 6. 91 (d, IH, J=2. OHz). 
6.96(dd. IH, J=2. 0, 8. OHz), 7. 10 (d, IH, J=8. OHz) . 

7. 10 is, IH) , 7. 87 (d, 2H, J=8. 4Hz) , 7. 92 (d, 2H. J=8. 8H2) , 
11. 44(s. IH), 12. 81(brs, IH) 

MMm 1 4 5 

4 - {2-[5-(5, 6. 7-h!;^^/^-2H-:?'D^>-3- 
yu) k-D y ;U]} 
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mMmiO (D) LT#fco 
'H-NMR(DMSO-d«, 400MHz) 6 ; 

2. 08 (s, 2H) , 2. 18 (s, 3H) . 2. 31 (s, 3H) , 4. 83 (s, 2H) . 
6. 43 (dd, IH, J=2. 8, 2. 8Hz) . 6. 53 (s, IH) , 

6. 75 (dd, IH, J=3. 2, 3. 2Hz) . 7. 86 (d, 2H. J=8. 4Hz) , 

7. 93 (d, 2H, J=8. OHz) , II. 36 (s. IH) . 12. 78 (brs, IH) 

mmm i 4 e 

4 - {2-C5-(5, 6. 8 - h y ^ ^/l'- 2 H- ^ n ^ 3 - 




iitS0iji<^ (D) t^m\:i\^rntzo 

• K-NMR (D]«SO-d . , 400MHzT6' ; ' ' " - " - ^ - . < • - - 
2. 07 (s. 3H) . 2. 14 (s, 3H) . 2. 26 (s, 3H) . 4. 88 (s, 2H) , 

6. 46 (dd, IH, 3=2. 4, 2. 4Hz) , 6. 75-6. 77 (m, 2H) , 7. 33 (s, IH), 

7. 87 (d. 2H. J=8. 8Hz) . 7. 93 (d, 2H. J=8. 4Hz) , 11. 39 (s, IH) , 
12. 78 (brs, IH) 

mt&m 14 7 

4 - { 2 - [ 5 - ( 5 - o a - 2 H - -^^ n / 1/ - 3 - ^ ^\^) t' a U/U]) 
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O 



CO2H 



mmmi<D (d) tmm\:iLx^it, 

*H-NMR(DMSO-d., 400MHz) 5 ; 

5. 04 (brs, 2H) , 6. 54 (dd, IH, J=2. 8, 2. 8Hz) . 

6. 29 (dd. IH. J-2. 8. 2. 8Hz) . 6. 82 (d. IH. J=8. 4H2) . 

7. 02-7. 10 (m. 2H). 7. 37 (brs. IH) . 7. 90-7. 95 (m, 4H) , 
11. 63(s. IH). 12. 81(brs, IH) 

mt&m 14 8 

4 - {2-[5-(8-p<f^/l'-2H-^'npti^-3-^/l')fa!;/l/]) 



H J6 mi <D ( D ) i in « L T #7t 0 

*H-NMR(CDCl3, 400MHz) 6 ; 

2. 13 (brs, 2H), 5. 03 (brs. 2H). 6. 43-6. 45 (m, IH). 

6. 75-6. 77 (m, IH) , 6. SKdd. IH, J=7. 2, 7. 2Hz) , 6. 92-6. 96 (m. 2H) , 

7. 08(brs. IH). 7. 85-7. 93 (m. 4H) 

14 9 

4 - {2-[5-(8 - hy7/l':^np«f^/l'-2H-;J'n^:/-3- 

/u) fn y /u]) ^.s#g^ 
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CO2H 



mi&mi(D (D) tmm\:iLxntz. 

'H-NMR(DMSO-da,400MHz) 6 ; 

S. 17 (s, 2H), 6. 53(brs, IH), 6. 79 (brs, IH), 

7. 07 (dd. IH, J=7. 6, 7. 6H2) , 7. 16 (s, IH) , 7. 36-7. 38 (m, 2H) , 

7. 86-7. 94(in, 4H). 11.49(s, IH), 12. 80 (brs, IH) 

MMm 15 0 

4-[2 - {5-(3-7/I^;*-D-4, 7 - i:^ pi '^/U^l^yy y > - 
2 --f /U) fn y /U} ] ^B^SSt 



(A) 4 - (2-[5-(3-7/l':i-n-4, 7 - :>t 'f- /U^ y 7 ^ 

:^ - 2 - ) e, D y ] } S # ^ /.k. - . . . ... 

IF 



4- (2 -[5 -(4., 7 - ;^ ^jU^l^y y y y - 2 /l^) u 
N - y /Uyi- n-3, 5 - i? ^ u u M' ^) 'J =. Y \) y \y ~ V 0. 20g^ 





1 3 9 
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'H-iNMR(CDCl3,400MHz) 6 ; 

2. 48 (s, 3H) , 2. 60 (s. 3H) , 3. 94 (s. 3H) , 6. 75-6. 79 (m. 2H) . 

6.92 (d. IH, J=7. 6Hz) , 6. 99 (d. IH, J=7. 6Hz) . 

7.62 (d, 2H, J=8. 4Hz) , 8. 07 (d. 2H. J=8. 4Hz) . 8. 92 (brs, IH) 
(B) 4 -[2 - {5-(3-7/l':*-n-4, 7 - :^ 'f- /^^l^ V 7 y 



mt&mi(7y (D) t i5i^f- LT^tfco 

•H-NMR(DMSO-d., 400MHz) 6 : 

2. 45(s. 3H). 2. 53 (s. 3H) . 6. 63-6. 66 (m; IH) , 6. 89-6: 92(m, IH) . 

6.98(d. IH. J=7. 2Hz). 7. 06(d, IH. J=7. 2Hz) , 7. 93 (s, 4H) . 

11. 87 (s, IH), 12. 83(brs, IH) 
mt&m 1 5 1 

4_[2 - {5-(3-yci^-4, 1 -'J :^=ff^-<l^Vy =7'y- 1 
yu) t' n y /u) ] 




1 6 0 
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•CO2H 



(A) 4 - {2-[5-(3-:/n^-4, 7 - ^ f- /U'< :7 7 > 
I Br 



•H-NMR(CDC1,.400MHz) 6 ; 

2. 50 (s, 3H) . 2. 73 (s, 3H) , 3. 93 (s. 3H) , 6. 77-6. 80 (m. IH) , 
6.91(d. IH. J=7. 6Hz).6.98(d. IH. J=7. 6Hz) . 7. 11-7. 14(in. IH). 
7. 63 (d, 2H, J=8. 4Hz) . 8. 08 (d, 2H, J=8. 4Hz) , 9. 38 (brs, IH) 

(B)4-[2 - {5-(3->^D^-4, 7 - i^p* f^/l"< 7 V 





HiS^^Jio (D) ir |5l«l:: L-C^fc 



*H-NMR(DMS0-d6, 400MHz) 6 ; 



2. 50 (s, 3H), 2. 67 (s. 3H) , 6. 88-6. 9 Km, IH), 



1 6 1 
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6. 96 (d, IH. J=7. 2Hz) , 7. 03-7. 07 (m. 2H) . 7. 92 (s. 4H) , 
II. 86(s. IH), 12. 83(brs, IHr 

^mm 1 5 2 

4-[2 - {5-(6, 7-v'^Dn-<:/'/77:^-2--r/l')fP 



UliSfiRJlc^ (D) LT^fc, 
'H-NMR(DMSO-d.. 400MHz) 6 ; 

6. 76-6. 79(m, IH). 6. 85-6. 88(ni, IH). 7. 30(s, IH). 

7. 47 (d. IH, J=8. 4Hz) , 7. 64 (d. IH, J=8. 4Hz) , 

7. 89 (d. 2H. J=8. 4Hz) . 7. 96 (d, 2H. J=8. 4Hz) , 11. 98 (s, IH) . 
12. 85(brs, IH) 
15 3 

4 -[2 - {5-(3-i70U-5, 7 - ^/U^^-y^ 7 2 



mmmi(D (d) tmmi^Lxmfco 

'H-NMR(DMSO-d., 400MHz) 6 : 

2. 37 (s. 3H) . 2. 51 (s, 3H) . 6. 90-6. 97 (m, 2H) , 7. 02 (brs, IH) . 





CO2H 



1 6 2 
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7. 16(brs, IH), 7. 94 (s. 4H) , ll.91(s, IH), 12. 85(brs, IH) 
UteM 15 4 

4-[2- {5-(3-:^nn-7-7°D \^ 7 y > - 2 - 



lll£0lll(^ (D) tl5j«lcLT#fco 
'H-NMR(DMSO-de. 40OMH2) 6 

0. 95 (t, 3H, J=7. 6Hz) . 1. 70-1. 82 (m, 2H) . 2. 94 (t, 2H, J=7. 6Hz) . 

6. 91-6. 94 (o. IH) . 6. 96-6. 99 (m, IH) . 7. 22 (dd, IH, J=l. 2, 7. 6H2) , 

7. 29 (t, IH, J=7. 6H2) , 7. 38 (dd, IH, J=l. 2. 7. 6Hz) , 7. 93 (s, 4H) . 
II. 90 (s. IH). 12. 89(brs. IH) 

15 5 

4 - [ 2 - { 5 - (3 - ^yWjd-o - 5, '^-JV^VVy 7 



HiSMlc^ (D) i: LT^I'fco 
'H-NMR(DMSO-d«. 400MHz) 6 ; 

2. 35 (s, 3H) , 2. 46 (s, 3H) , 6. 61-6. 64 (m, IH) , 6. 85-6. 88 (m, IH) 
7. 00(brs. IH), 7. 22(brs, IH) , 7. 89 (s, 4H),, 11.86(s,lH). 



CI 




F 




I 6 3 
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12. 83(brs, IH) 
15 6 

4-[2 - [5-{5-yjl^:^t2-3, 7 - / yl^^ > :/ 7 y > - 



mmmi(D (d) ^i^^jclt^^, 

•H-NMR(DMSO-d., 4OOMH2) 6 ; 

2. 33 (s, 3H), 2. 53 (s, 3H), 6. 64-6. 67 (m, IH). 6. 87-6. 90 (m, IH), 

6. 95 (dd, IH. J=2. 0. 10. 4Hz) . 7. 22 (dd, IH. J=2. 0, 10. 4Hz) . 

7. 93(s. 4H). 11. 73(s, IH). 12. 84(brs. IH) 
15 7 

4-[2 - {5-(5-7/l'::*-P-4, 7 - -J ?i =f- ^ 7 y > - 

2 yu) fn y yu) ] 



mmmi(D (d) i: iu^ic LT^f fco 

'H-NMR(DMS0-d6. 400MHz) 6 ; 

2. 34 (s. 3H) . 2. 46 (s. 3H) , 6. 71-6. 74 (m, IH) . 6. 83-6. 86 (ra. IH) , 
6.90(d. IH. J = 10. 8Hz). 7. 26(s. IH) . 7. 89 (d. 2H. J=8. 4Hz) . 
7. 95(d. 2H, J=8. 4Hz). 11. 84(s, IH). 12. 83(brs, IH) 





1 6 4 



wo 97/34869 



PCT/JP97/00852 



HJife^J 1 5 8 

4 -[2- ( 5 - ( 5 - 77W^n - 3 , 4 , 7 - K y p» 5^ /U-< 7 
7 > - 2 - /l^) t° n y /U} ] 




Mmi^\i(r> (D) LT^fc. 

'H-NMR(DMSO-d., 400MH2) 6 ; 

2. 48 (s. 6H) , 2. 50 (s, 3H) , 6. 59-6. 62 (m. IH) , 6. 85-6. 88 (m. IH) . 
6.92(d. IH, J=10. 8Hz).7. 92(s.4H), 11.72(s. IH), 12.80(brs. iH) 

Mt^m I 5 9 

4 -[2- {5 -(3, 5 - v'7/U;d-P - 4 , 7 - v? p« f^/U^ y 7 




'H-NMR{DMSO-d., 400MHz) 6 ; 

2. 42(s, 3H), 2. 48(s, 3H), 6. 65-6. 68(in, 1H),6, 89-6. 92 (m, IH), 
7. 03(d. IH, J=10. 8Hz), 7. 93 (s. 4H) , 1 1. 91 (s. IH), 12. 85(brs, iH) 

UlSfiSJ 1 6 0 

4-[2 - {5-(3-:^'Dn-5-:7/U':*-n-4, 7-v'^^/U^ 



1 6 5 
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mt&mi<^ (D) mmi- LT^#fco 

'H-NMR(DMSO-da. 400MHz) fi ; 

2. 48 (s. 3H) , 2. 52 (s. 3H) , 6. 91-6. 94 (m. IH) . 6. 98-7. 01 (m, IH) . 
7.04(d. lH.J=10.8Hz).7.95(s.4H). 11.92(s. IH) . 12. 86 (brs. IH) 

mV&m 16 1 

4_[2 - {5-(7-^ H3E^v^-5-7/U;d-n-4-p'^ 




m^mi(D (D) i: [5l^i:i LT^/Co 
'H-NMR(DMSO-d.. 400MHz) 6 ; 

I. 38(t. 3H, J=7. 6Hz) ..2. 29(s..3H).. 4, 20(q. 2H, J=7. 6Hz) . 

6. 69-6. 72 (m. IH) , 6. 77 (d, IH. J=10. 8Hz) , 6. 81-6. 84 (m. IH) , 

7. 26 (s. IH) , 7. 89 (d, 2H. J=8. 4Hz) . 7. 94 (d. 2H. J=8. 4Hz) , 

II. 88(s. IH). 12.80(brs. IH) 

n^m 1 6 2 

4_[2 - {5-(7-3i5^/U-5-7/U;^-D-4-^^>'^'^>^/7 
^ ^ _ 2 - ^ /U-) t* n D } ] $ 



1 6 6 
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mmmi(D (d) tmm\:iLxntzo 

*H-NMR(DMSO-de, 4OOMH2) 6 ; 

1. 27 (t. 3H. J=7. 6Hz) , 2. 34 (s, 3H) , 2. 85 (q, 2H. J=7. 6Hz) . 

6. 71-6. 74 (m, 1H).6. 83-6. 86 (m, IH), 6. 91 (d, IH, J=10. BHz) , 

7. 88 (d. 2H, J=8. 4H2) . 7. 95 (d, 2H. J=8. 4Hz) . 1 1. 83 (s. IH) . 
12. 86(brs, IH) 

^t&m 1 6 3 

4-[2- {5-(7-ac^/l^-3, 5-i^7/W:d-D-4-;<f^/l'^ 
V'/ 7 7 - 2 - /U) f n U /U) ] 




mmm 1.0 xp) t i^^n :. . .-i; . . ■ 

'H-NMR(DMSO-d., 400MHz) 6 ; 

1. 28 (t. 3H. J=7. 6Hz) , 2. 43 (s, 3H) . 2. 90 (q, 2H, J=7. 6Hz) . 

6. 65-6. 68 (m. IH) . 6. 86-6. 89 (m. IH) . 7. 04(d, IH, J=l 1. 2Hz) , 

7. 85-7. 96(m. 4H), ll.87(s. IH), 12.85(brs. IH) 

Mt^m 16 4 



1 6 7 
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•CO2H 



mt&mi<^ (D) tmiSk\^i^xmto 

'H-NMR(DMS0-d6, 400MHz) 6 ; 

6.71-6. 74(m. IH) , 6. 81-6. 84 {n, 1H),7. 27(t, lH.J=8.8Hz). 

7. 42 (dd. IH. J=4. 4. 8. 8Hz) . 7. 90 (d. 2H, J=8. 4Hz) . 

7. 95 (d, 2H. J=8. 4Hz) .11.40 (s. IH) . 12. 81 (brs. IH) 
UteM 16 5 

4-[2- {5-(3. 5 -i^^ X2 a - 7 - ;^^^i'-<y'y^^^ ^'-^ 

- 2 - /u) f 0 y >'i' ) ] 



^mmi(n (D) t |5l«i:: LT^/to 

'H-NMR<DMSO-di>, 400MHz) 6 ... . , . 

2. 52 (s. 3H) , 6. 87-6. 94 (m. 2H) . 7. 38 (brs. IH) . 7. 61 (brs. IH) . 
7.90(s,4H), ll.81(s. IH), 12. 85 (brs, IH) 

m^i^\ 16 6 

4_[2 - {5-(3-^'ci'='-5 - - 7 - ^ )\^ ^ V / "5- 

;j-7a.:/-2->('/^)fny/^} ] 




1 6 8 
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CI 




•C02H 



m^mi<D (D) twim\^Lxntzo 

•H-NMR(DMSO-d«,400MHz) 6 ; 

2. 53 (s. 3H) , 6. 88-6. 94 (m. 4H) , 7. 24 (dd, IH. J=2. 4. 9. 6Hz) . 
7. 40(dd, IH. J=2. 4.9. 6Hz). 7. 93 (s. 4H). 11. 80(s. IH). 
12. 87(brs. IH) 
16 7 

4-[2 - {5-(7-7/V;i-n-4-hy:7A';*-op< ^ 7 



nis^jicz) (D) tm^i^Lxntzo 

.'H-NMR{DMSO-d6,400MHz) 5, ; ,. . . :u , . 

6. 87-6. 92(m, 2H). 7. 35 (dd, IH, J=10. 0, 10. 4Hz) , 7. 53(brs. 11 . 

7. 62 (dd, IH. J=3. 6, 8. 8Hz) , 7. 93 (d. 2H. J=8. 8Hz) , 
7. 96 (d, 2H. J=8. 8Hz) 

Mt&M I 6 8' 

4 -[2- { 5 - (3 - ^ o u - 5 - y /U:t - 7 — =f- jU^ly y 




1 6 9 
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CQ2H 



mmmio (d) tm^i:iLxmito 

'H-NMR(DMS0-d..400MH2) 6 ; 

2. 57(s,3H),6. 91-6. 94 (m. IH) , 6. 96-7. 02 (m. IH). 

7. 09 (dd, IH. J=2. 7. 11. OH2) , 7. 17(dd, IH, J=2. 3, 8. OHz) , 

7. 95 (brs, 4H) . 12. 0(s. IH) 

mt^^i 16 9 

4-[2 - {5-(3-^oa-7-:xf^/>-5-7/U:*-0'<>'y7 



UteCRJ 1 C7) (D) i:(^«lwLT^/c. 
'H-NMR(DaSO"d.,400MKzV6 : — ^ — . ^ . 

1. 30 (t, 3H. J=8. OHz) . 3. 00 (q, 2H, J=7. 2Hz) . 6. 90-6. 93 (m, IH) . 

6. 98-7. 00 (m, 1H).7. 12(dd. IH, J=2. 9, 10.4Hz), 

7. 18(dd, IH, J=2.4.8.8Hz),7. 93(d, 2H, J=8.0Hz), 
7. 96 (d. 2H. J=8. OHz). 11. 96 (brs, IH) 

mt&m 17 0 

4_[2 - (5-(3-i7Dn-5 - 7 /Uytti - 1 - y' u tf yU--^ > y 



CI 




I 7 0 
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a 




mmmio) (d) t mmizLxnft, 

'H-NMR(DMSO-d., 400MHz) 6 ; 

0. 96 (t, 3H. J=6. 8Hz) . 1 . 72-1. 80 (m. 2H) . 2. 96 (t. 2H. J=7. 2Hz) , 

6. 90-6. 93 (m, IH) , 6. 98-7. 01 (m. IH) , 

7. 10 (dd. IH, J=2. 0. 10. 4Hz) . 7. 18 (dd, IH, J=2. 0, 7. 6Hz) , 

7. 92 (d. 2H. J=8. 4Hz) , 7. 96 (d. 2H. J=8. 4Hz) , 1 1. 88 (brs. IH) 
MH&m 17 1 ■ ' 

4— [2 - {5 — (3 - ^ nn-5 — 7yl';:*-n — 7-7'of/U'<>y' 




*JS0iJlco (D) f^^lc LTttAco 
'H-NMR(DMSO-da. 400MHz) 6 ; 

0. 94 (t. 3H. J=7. OHz), 1. 73-1. 80 (m, 2H) , 2. 90-2. 98 (m. 2H) , 
7.01(d, IH. J=2.8Hz), 7. I3(dd. IH. J=2. 6, 10. 4Hz) , 
7. 22(dd. IH. J=2. 4, 8. OHz), 7. 88(d. 2H. J=8. 4Hz). 

. 8. 05(d, 2H. J=8. 4Hz) 



1 7 1 
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mt&m 1 7 2 

4-[2 - {5-(3-:/D"=E--5 - 7/U;*-n - 7 - / ^Jl^^y^ 7 



HJfifisj 1 o (D) i: LT?§fcc 

'H-NMR(DMSO-de. 400MHz) 6 ; 

2. 58 (s, 3H), 6. 92-6. 94 (m. IH) . 7. 06-7. 16 (m. 3H) , 7. 95(brs. 4H) . 
12.00(s, IH) 

nt&m 1 7 3 

4-[2 - {5-(7-:n^/U-5-7yU;*-D-3-y^/U'<:/y7 




Htfe^iJ 1 «D (D) 1 15]«;:: LT^tfco 
'H-NMR(DMSO-d., 400MHz) 6 ; 

1. 31 (t, 3H, J=7. 6Hz) . 2. 33 (s. 3H) , 2. 97 (q. 2H, J=7. 6Hz) , 
6. 64-6. 66 (m, IH) . 6. 86-6. 89 (m, IH) , 

6. 97 (dd, IH, J=2. 4. 10. OHz). 7.22(dd. IH. J=2. 4.8. 8Hz), 

7. 91 (d, 2H, J=8. 4Hz) , 7. 93 (d. 2H. J=8. 4Hz) , 1 1. 73 (s, IH) , 
12. 82(brs, IH) 




1 7 2 
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17 4 

4-[2- {5-(3, 5 - i^7>'^3^D - 7 y 7 7 V- 
2 /U) f n U /U] ] 




(D) i: Pl«(w LT^yho 

'H-NMR(DMSO-da, 400MHz) 6 ; 

1. 32 (t. 3H. J=7. 6Hz) , 2. 96 (q, 2H, J=7. 6Hz) , 6. 68-6. 71 (ni. IH) . 

6.9l(dd, IH, J=2. 4. 3. 6Hz), 7. I0(dd. IH, J=2. 4, 10. 4Hz). 

7. 30(dd, IH, J=2. 4, 8. OHz), 7.94(brs, 4H) , 11.95(s. IH). 

12. 86(brs. IH) 
HJfeW 17 5 

4— [2 - {5-(4 — ^f'v^-S ->/U;*-n -7-;^^/U-<^^y'7 




Ulig^jKD (D) l^^lw LT#/t. 
'H-N.MR(DMSO-d«, 400MHz) 6 ; 

1. 23(t. 3H. J=7. 6Hz) . 2. 46(s. 3H) . 2. 79(q, 4H. J=7. 6Hz). 
6. 72-6. 75 (m, IH), 6. 84-6. 86 (m. IH). 6.90(d, IH. J=10. 8H2>, 



1 7 3 
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7. 30 (s. IH) . 7. 89 (d, 2H. J=8. 4Hz) , 7. 95 (d. 2H. J=8. 4Hz) , 
11. 84(brs, IH) 

mmm i 7 e 

4-[2 - {5-(4, T-i^aif-zU-a, 5 - £^ :7 n ^ y 7 



UtefisjlO (D) i: Pl«»c LTl^fCo 
*H-NMR(DMS0-da,400MHz) 6 ; 

1. 23 (t, 3H. 5=7. 2Hz). 1. 30 (t, 3H. J=7. 2Hz), 2. 82-2. 88 (m. 2H) . 

2. 92 (q, 2H. J=7. 2Hz),6.67-6. 70 (m, 1H),6. 90-6. 92 (m, IH). 
7. 05 (d. IH. J=1I. 2Hz), 7. 94 (s, 4H) . 11.90(brs, IH) 

Mia&l 17 7 

4 - [2 - {5-(3-:/n^-4, 7-i/ni^/U-5-7/U;iJ-n^ 



F 




CO2H 



F 




CO2H 



%1a&.¥i\<r> (D) i: I^^ld LT#fc„ 



1 7 4 
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'H-NMR(DMSO-d.. 400MHz) 6 ; 

1. 22 (t, 3H. J=7. 6Hz) . 1. 30 (t, 3H. J=7. 6Hz) , 

2. 97 (q, 2H. J=7. 6Hz) , 3. 03-3. 10 (m, 2H), 6. 90-6. 92 (m, IH). 

7. 07 (d. IH. J=ll. 2Hz) , 7. 09-7. 12 (m, IH) . 7. 93 (d, 2H. J=8. 4Hz) . 
7. 96 (d, 2H. J=8. 4Hz) . 1 1. 90 (brs, IH) 
UtefiSJ 17 8 

4 -[2- {5 -(3, 5 - i^^ n D - 7 - ^ f^7U^:/i/:7 7 :^ - 2 



'H-NMR(DMSO-da, 400MHz) 6 : 

2. 58 (s, 3H) , 6. 92-6. 95 (m, IH) , 7. 00-7. 02 (m, IH) . 

7. 27-7. 29 (m. IH) , 7. 40-7. 42 (m, IH) . 7. 96 (s. 4H) , 12. 00 (s. IH) 
Mi&M 1 7 9 

4 - r 2 { 5 - (.3 ,-•■'.,5:- n- d-- T - :s. ^ /U^ y y - 
2 - ^ y^) fn ]) /U) ] 



CI 




CI 



CI 




C02H 



mi^mi(D (D) t mmizLxmtz 



1 7 5 
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'H-NMR(DMSO-da. 4OOMH2) 6 ; 

I. 33 (t, 3H. J=7. 7Hz), 3. 00 (q. 2H, J=7. 7Hz) , 

6. 94(dd. IH. J=2. 8. 4. OHz). 7. 01 (dd. IH, J=2. 0, 3. 6Hz) , 

7. 29 (d. IH. J=2. OHz) , 7. 42 (d. IH, J=l. 6Hz) , 7. 96 (s, 4H) . 

II. 99(brs. IH) 

mmm 18 0 

4-[2 - {5-(3-7/V:^n-4', 5, 7 - h D ^ '/ 7 



Hlfi^-Jl © (D) tPl«I^LT^^fco 
*H-NMR(DMSO-d.. 400MHz) 6 ; 

2. 26 (s, 3H), 2. 43 (s. 3H), 2. 45 (s, 3H) , 6. 61-6. 65 (m, IH), 
6. 88-6. 90 (m, IH), 6. 97-7. 00 (m, IH), 7. 93(s,4H), 11.84(brs. IH) 
Mt&M 1 8 1 

4 - [ 2 - { 5 - ( 3 o a — 4 , ' 5 . ' "7 - K y > f->><-:^ :/ 7 7 





HJS^IICD (D) ^: IBI^IC LT'#/-Co 



1 7 6 
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'H-NMR(DMSO-d«. 400MHz) 6 ; 

2. 27 (s. 3H) . 2. 50 (s, 3H) , 2. 57 (s, 3H) . 6. 89-6. 92 (in, IH) . 

6. 94-6. 97 (m. IH) , 6. 98-7. 00 (m. IH) . 7. 94 (s. 4H) , 1 1. 85 (brs. IH) 
mUi^ 18 2 

4 _ [2 - { 5 - (3 -T'o*- 4, 5. 7 - h y p« >"/ 7 7 



^JgMli^ (D) |5l«{- LT^tfco 
'H-NMR(DMSO-d.. 400MHz) 6 ; 

2. 27 (s. 3H) . 2. 50 (s. 3H) , 2. 61 (s, 3H) . 6. 88-6. 91 (m. IH) , 

6. 98-7. GO (m. IH) , 7. 04-7. 07 (m, IH) , 7. 94 (s. 4H) . 1 1. 85 (brs, IH) 

mt&m 1 8 3 

4_[2 - [ 5 - ( 5 - 7 yt- o - 4 - / ^ /i^ y 7 y - 2 - ^ 





mt&mi(0 (D) i: (5l«lw LT^yS: 



H-NMR(DMSO-d«, 4OOMH2) 6 ; 

2. 40 (s, 3H) , 6. 72-6. 75 (m, IH) . 6. 83-6. 86 (m. IH) , 
7.04(dd, IH. J=9. 2.9.6Hz), 7. 29(s. IH). 



1 7 7 
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7. 39 (dd. IH, J=3. 6, 8. 4Hz) , 7. 90 (d. 2H. J=8. 4Hz) . 
7. 95 (d. 2H, J=8. 4Hz) , 11. 93(brs. IH) 
Hlg^ 18 4 

4-[2 - {5-(5-:^^Dn-4, 1 - -J :^ 'f- ^1/ V V =7 - 2 




(D) t|5j«(wLT^^o 

*H-NMR(DMSO-d», 400MHz) 5 ; 

3. 24(s, 3H). 3. 39(s. 3H), 6. 73-6. 75(m, IH). 6. 84-6. 86 (m, IH), 
7. 12(s, IH), 7. 27(s. IH), 7. 88-7. 90(d, 2H, J=8. 8Hz), 
7. 94-7. 96(d, 2H, J=8. 8Hz). 11. 59(brs, IH) 

%la&m 18 5 

4 -[2- { 5 - ( 5 - ^ n n - 3 - 7/U:j-n - 4 , 7 - j?< /i"< 
>:/:7 7 2 ->r /u) fn y /u} ] 




■%^m\(n> (D) t Pl^lw LT^fCc 
'H-NMR(DMSO-d,, 400MHz) 6 ; 

2. 49 (s, 3H), 2. 54 (s. 3H) , 6. 68-6. 69 (m, IH) , 6. 91-6. 92 (m. IH), 
7. 26 (s, IH), 7. 94 (s. 4H) . 11. 59(brs, IH) 



I 7 8 
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^t&M I 8 6 

4-[2 - {5-(3-y^n^-5-^Dn-4, 7-i^^^/Uy<y 




mmmi(o (d) ti5]«{;i LT^^fc„ 

'H-NMR(DMSO-da, 400MHz) 6 ; 

2. 53 (s, 3H) . 2. 73 (s. 3H) , 6. 91-6. 92 (m. IH) . 7. 10-7. 1 1 (m. IH) . 
7. 27 (s. IH). 7. 95 (s. 4H) . 11.59(brs. IH) 
18 7 

4-[2 - {5-(5-^on-3, 4, 7 - h D ^ ^/U^ 7 7 




CO2H 



^ig^ji<^ (D) tmm\zLx'^fto 

'H-NMR(DMSO-d., 4OOMH2) 6 ; 

2. 52 (s. 3H) . 2. 62 (s. 3H) , 3. 29 (s. 3H) , 6. 61-6. 62 (m. IH) , 

6. 86-6. 88 (m. IH) , 7. 15 (s, IH) , 7. 89-7. 9 1 (d, 2H. J=8. 8Hz) . 

7. 92-7. 94 (d. 2H, J=8. 8H2) , 1 1. 56 (brs, IH) 
^i&m 18 8 

4-[2 - (5-(5-^nn-4-p< f-yu^^ :/ y > - 2 - ^ ju) 



1 7 9 
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COOH 



mmmKD (d) tmmi^Lxntzo 

'H-NMR(400MHz. DMSO-de) 6 ; 

2. 48 (s. 3H) , 6. 75-6. 76 (m, IH) . 6. 84-6. 86 (m. IH) . 

7. 12(d. IH, J=1.2Hz).7. 17(s. lH),7.54(d. IH. J=1.6Hz). 

7.88-7. 96(m,4H). ll.90(s, IH), 12.80(brs, IH) 
^Mi^ll 8 9 

4-[2 - {5-(7-^on — 5-7/U3r-P-4-7'nf/l''<:^v' 

77i^-2->r/i')fDy/u) ] ges#K 




mmmi(D (d) tmm\z.Lxmti. 

'H-NMR(DMSO-da, 4OOMH2) 6 : 

0. 94(t, 3H, J=7. 2H2). 1. 66(q, 2H, J=7. 2Hz). 
2. 78 (t, 2H, J=7. 2Hz), 6. 74-6. 77 (m, IH). 6. 82-6. 85(m, IH), 
7. 29 (d. IH, J=10. OH2). 7. 41 (s. IH) , 7. 87 (d, 2H, J=8. 4Hz), 
7. 95 (d, 2H, J=8. 4Hz) ,11.91 (brs, IH) 



1 8 0 
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m^m 19 0 

4 - [ 2 - { 5 - (5 - 7/U;*-D - 6 - ^ '^/u^yi/yy y - 2 - ^ 



mmmi(D (D) i: i5]«{c LT#^o 

'H-NMR(DMS0-d8, 400MHz) 6 ; 

2. 31 (s, 3H). 6. 68-6. 72 (o, 1H), 6. 82-6. 85 (m, IH), 7. 15 (s. IH), 

7. 40 (d, IH, J=10. OHz) . 7. 47 (d. IH. J=6. 4Hz) . 

7. 88 (d. 2H, J=8. 4Hz) . 7. 94 (d, 2H. J=8. 4Hz), 11. 90 (brs, IH) 
mmVi 19 1 

4-[2 - {5-(5, 7 - iy Z7 :t o ^ y 7 7 - 2 - ^ /i') f u 



mmmi(D (d) tmmi^n^mtio 

•H-N.MR(D.MSO-de, 400MHz ) 6 : 

6. 78-6. 81 (m, IH), 6. 85-6. 88(in, IH), 7. 18-7. 25 (ni, IH) , 



7.29(d, lH,J=3.2Hz).7.37(dd.lH. J=2.4,8.4Hz), 

7. 89 (d, 2H, J=8. 4H2) . 7. 95 (d, 2H. J=8. 8Hz) . 12. 02 (brs, 1 H) 





CO2H 



r 



1 8 I 
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Hig^iJ 1 9 2 

4 -[2- { 5 - (4 5 _ 7yu;^n^>'l/ :7 ^ i 



^J6^Jl<^ (D) t|5];^{::LT^tfc„ 
'H-NMR(DMSO-d., 400MH2) 6 ; 

I . 25 (t. 3H. J=7. 6Hz) . 2. 80-2. 88 (m. 2H) , 6. 72-6. 75 (n, IH) . 

6. 83-6. 86 (m, IH) . 7. 00-7. 06 (m. IH) , 7. 33 (s, IH) . 

7. 38-7. 42 (m, IH) , 7. 89 (d. 2H. J=8. 8Hz) . 7. 95 (d. 2H. J=8. 8Hz) , 

II. 91(brs. IH) 
1 9 3 

4-[2 - {5-(5-^nt2-7-3if-/u-3--7/U^n^y y 
7 > - 2 - ^ /u) k- u y /u ) ] ^.B.#St 



^5S«»J 1 (D) irl^^lcLT^fCo 
'H-NMR(DMS0-d6, 400MHz) 5 ; 

1.32(t.3H, J=7. 6Hz). 2.69(q. 2H. J=7.6Hz),6.69-6. 72 (m, IH). 

6. 90-6. 93 (m. IH), 7. 26-7. 28 (m, IH). 7. 54-7. 57 (ra. IH). 





1 8 2 
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7. 90-7. 96 (m, 4H) , 1 1. 95 (brs, IH) 
MH^m 19 4 

4 - [2 - (S-(5-^nn-7-^f-/Uptf^^>v';j-dri^^ 



^jSMicD (D) tmmi^iLxntio 

'H-NMR(DMS0-da,400MHz) 5 ; 

3. 36 (s. 3H) , 4. 74 (s. 2H) , 4. 85 (s. 2H) , 6. 74-6. 75 (m, IH) , 

6. 85-6. 87 (m, IH) . 7. 22 (s, IH) . 7. 25 (d. IH, J=2Hz) . 
7.69(d, IH. J=2Hz),7.88(d,2H.J=8.4Hz). 

7. 95 (d, 2H, J=8. 4Hz) , 1 1. 93 (brs. IH) 

^t&m 19 5 

4-[2 - {5-(5-^ua-7-zihy/U-0>'77i^-2 - -{ 
/U) t"a y /U] ] ^,g.#S 




m^m 1(0 (D) i^^ic LT^#fc. 

'H-NMR(DMSO-d., 400MHz) 6 ; 

6. 87-6. 88 (m. IH), 6. 92-6. 93 (m. IH), 7. 26 (s. IH), 7. 64 (s, IH) . 

7. 89 (d, 2H. J=8. 4Hz) , 7. 92 (s, IH) , 8. 00 (d, 2H, J=8. 4Hz). 




1 8 3 
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12. 09(brs, IH) 

m^m 1 9 6 

4— [2- {5-(7-^'nD-4-3if-yl/-5-7/U;i-D^>'y'7 




'H-NMR(DMSO-d., 400MHz) 6 ; 

1. 22 (t, 3H, J=7. 2Hz) , 2. 81 (q. 2H. J=7. 2Hz) , 6. 76-6. 79 (m, 1H: 

6. 86-6. 89 (m, lH),7.30(d. IH. J=10. OHz) . 7. 42(s. IH), 

7. 90 (d, 2H. J=8. 4Hz) . 7. 96 (d, 2H. J=8. 4Hz) , 1 1. 96 (s. IH) , 
12. 84(brs. IH) 

Ml&m 19 7 

4 - [2 - { 5-(4-^^/l'- 5 - 7/U#D - T'-T'cTTK^i'- V 

., .7 - 2 -- ^.yu) e P } ] ,gc# 




UlS^'lKT) (D) t (5]^{I LT^tfco 



1 8 4 
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'H-NMR(DMSO-d..400MHz) 8 ; 

1. 01 (t, 3H. J=7. 2Hz), 1. 20 (t, 3H, J=7. 2Hz) . 

1. 80 (hex. 2H, J=7. 2H2) , 2. 73 (q, 2H. J=7. 2Hz) , 

4. 10 (t, 2H. J=7. 2H2) , 6. 69-6. 72 (in, IH) , 6. 77 (d, IH. J=12. 4Hz) . 

6. 82-6. 85 (m, IH) , 7. 30 (s, IH) , 7. 88 (d. 2H. J=8. 4H2) . 

7. 94 (d, 2H, J=8. 4Hz) , 1 1. 86 (s, IH) , 12. 82 (brs, IH) 

mMM 19 8 

4 -[2- { 5 - (4 -ai^/P- 5 , 7 -i?7/U:i-P^ >*- 




*H-NMR(DMSO-d«. 400MHz) 6 : 

1. 23(t, 3H, J=7. 6Hz) , 2. 77-2. 83 (in, 2H). 6. 78-6. 80(m, IH) , 
6.S5-6.,88(m, IHX. 7; .18 (.t, IH., J-=1Q. 8Hz); 7, 41 (d," IH. J=2. 8Hz) , 
7. 90 (d, 2H, J=8. 8Hz). 7.96(d,2H. J=8. 8Hz). 11. 98 (brs, IH) 



1 8 5 
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CO $S o 



1. -ilg^(A) 




,CX)x (W)w 



(A) 



(P)P (Q)q 



Sifts LTi^T t J: v>T y -yuS, fiJftS ^ L T ^^ T t J: 

^ X (t ^ S ^ L T V ^ T i V 7^ y -;- ^ ^ ^ g Ift S ?r ^ L 

?rWLTV^Tt3J:<'^ry-yi'T^L'=Jr/u;*-=Sf'>S, EJfeS^rWLT 




t 8 6 



wo 97/34869 PCT/JP97/00852 




Tv;Tt J:v^-v•r^r y-/U;*-dri^S, Sift S * L T v^ T t J: 

yUT/u^sp/i'S, BiftSS:^LTV^T^>J:v^'^7^^Ty— /I'T/u^Jr 

S^r#LTV^Tt3J:v^v^^' n t /i- ^^r r ^ /U 3^ =Jt v' £ , lUftS 
?r ^ L T .1 ^ T i) .-t^V > T y - /i'^ T. ^. ^ ^^r £ , fi.lft ^ Sr.jt U T . 

TtJ:v>T/i-5^ = /i'S*^ltfiiftS«rWLTv^TtJ:v^T/v^ = 
Z l±jJ:-0-T-^^?ix5£, ^- S --C7!p$ix5S, *^cli. 



I 8 7 



wo 97/34869 
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l/N^T" n T y - /US, SjftSS:^' tT^^T t J: v> (SiK T /u = 
S, EiftS^:^ LT^^T t iVNT y -/U;a-dpi/S. filftSSr^L 
Tl^T^>J:^^'^x^T y -/i';*-:^ v^S, gjftS^r^ LTV^T t J: 
VNi^^r n T/U:^/UT/U:^r/US/ BlftSSr^^ LTV^T J: v>T y- 
/UT/udr/i^s, g^SSr^LTV^T t J:v^--•r nT y — /UT/u^^ 
/^Sv fiiftSiSr^ LTV>T t J: J/^i^:?' o T/u^f /U;^dE^$^S» 
S*WLTV>Tt)J;v^'>^oT/u*/l'T/U#/W:*-:^i^S» B^S 
S:WLTV>TtJ:V>Ty-/Ur/l'dr/l/;i-dr->S. BJftS^^LT 
v^T t> J:i>-.7^n T V — /UT /u # /u^ ^ '>S, BiftSSr^LTVN 
TtJ;v^T/i"Jr=i/uS*fc«EiftSS:^LTV^T'f>J:v^T/i'^^ 
/uSSrS*f5o ) -C^SK^S^S^i-^, zHO*yi:lll(D 

P »i^-o--c^$K5S, ^- S -T^^nsS, 



v>i&ij»T/i':JF-/i'S, Sifts ^^r LTv^T tj J; u T/u=Jf /us. 




g^ftS^^|■LTl^T^>J;^^Ty-/^5. BiftS^^LTV^T'bJ; 



1 8 8 



wo 97/34869 



PCT/JP97/00852 



TV^T J: n T y '-/^^:t^um. fiiftS Sr W L T l/> X t> J: 

^/uS^it^-ra.. ) T-ir $H5 £S:-t*i-So p II 0 * l 



V ^ e iSi T /k ^ /u S , fg.M-£:^i& LX^^ X V v .v/.^^ - n r /U- ^ /kg. ~ 
®jftS^=^UTV^TtjJ:V>Ty -/US. gifts ^ =^ LTU^T t> X. 
^^-.■r^ry-/^S^ e^ftS^^LTV^T'bJ: ^^iSS^T/u = =?r 
Sv gift5^^LTV>T t) J:v>T y -/u;i-:Jri^S, glftSSrWL 
TV^TtJ:v^'^rnTy -/u;^-:^r glfeS^ W LTi/^T t J: 
v>->^ n r /u=^/UT/u=^/uS. gi*SSrWtTl/^Tt>J:v^Ty- ' 

/US, g^SarW LTi'^T ^ J; l/^v'^ u T/u^/U;f^ i/g, gjft 




1 8 9 
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T >u 4 >u S > IS Jft S W L X t ^ T t J: V ^"'^ ¥ a T ]) - /l^T/i-^ 
V>Tt>J:v>'^xnTy-/^T>'^4/V>:i-=^r'>S. filftSSr^ LTl^ 




1 9 0 
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R7 





I 9 1 
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T^^Tt) J:v>-.7-nT y -/P;d-:^r'>S, BftS W L T T J: 
V^i^^ n r/W:^r/WT/l'>/US, Hift S S: ^ L T T t> i T y - 
/PT/i':^/i'S, IS^ftS$^WLTV^Tt>J:^'»^x^ry— yUTyi':^ 




* fell. 




1 9 2 
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/.e*D\ X, Y> Z, Q, V*3j:t5W(^5^ 




t.1t. R'nR\ R\ R\ R\ R\ R\ R'^feliR*«rit 
*-t-5i^ RV, R\ R\ R\ R*, R\ R'ii XUR'(D 0 h 

X. y, 2 J: p {CiSV^T. 4 ^ x + y + z + p ^ 3 T tt 



Rk" 




X'h*) (R'" HR'*feJtR'«:E"*1-5) x JLo, ^rOirfOR 




T /i^ $ 5 ilS ^ IS ^ ^ /I? K 1^ ^ t J 1 o ISI S ^ 6<3 J 



1 9 3 
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2. -JK^(Ia)*J J:Uf (lb) 




(la) 



(lb) 



i^^R\ R\ R\ R\ R\ R\ R^*JJ:l5R'»i 

m-t-tzii^iSifj: ij^mw.^. y^o^i^m^. n^ftssr^r ltv^ 

3 -> £ ^ g g :^ T 1/ ^ X t J; V > T U - ;j- ^ v' £ , Hg ^ 
S$:WLTV>TtJ:t/^-^xnTi; — 5 , fiJftSSr^T LT 

JUT Jl^^jl^m. gJftS^rW LTV^T t, J: V^i^^' n T /l' ^ >- 

<t}^£^*LTV^Tt«tV>Ty-yl'T/l'^/P;*-^i/'S, lljftSSr 
^ LTVNT J: i^--r D T y - /kT/i'=3p/i';it-:^r ->£, giftS^rW 



1 9 4 



wo 97/34869 
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^fc, R\ R% R\ R\ R\ R\ R'*iJ:t/R'<0 
151 S # 65 {d 1^ S J n 5 Jfi 5 V N o ^ #1 . 

3. -jgiCdla), (lib). (lie). (lid), (lie) i3j:t5(IIf) 





(lib) 



1 9 5 



wo 97/34869 



PCT/JP97/00852 




{^'PR\ R\ R\ R\ R\ R\ R'HiiXfR'nykm^. 



1 9 6 
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LTV^-C t J:V^e/^ n T/u^/i^2}-drv^£, fiiftS ilr ^ L T T 
R\ R\ R\ R\ R\ R\ R'iSXX^R*(D t> -hm 

.. ,T-.^ $ 5 If * 1 IE « (Dm-t Sg ^ W :^^ :^ ^ 3J «e * II ^. 

<o Ifl S ^ W I If S ^? ix 5 S -5 ^ Mi ^ <^ * #1 , 
4. — /^^(Illa), (Illb), (IIIc). (Illd), (IIIe)*5 J:t/(IIIf) 




19 7 



wo 97/34869 
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(nib) 



(nic) 



(md) 



(Hie) 



(iilO 



1 9 8 
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i^^R\ R\ R\ R\ R\ R\ R'io J:t5R»tt7K5t?i[^ 

LTV^T t J; V> n T>^#/^;t-=Jr i^S, SiftS^W LTV^T t 

T V -/i^T /i'^/l^^t-^i^m. itlftSSr'^ tTV>T t J: V ^ T yl- -Jr n 
R\ R\ R\ R\ R\ R\ R'iS XlJ(R'<0 0 

^ T v^ T„t i < . ^ I- ''A'^ t «t ^ V - J: B S 



I 9 9 
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2 0 0 
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(IVf) 



(IVg) 



(^^R\ R\ R\. R\ R\ R\ R'tSi:XfR*\tm-t 
S«rW LTV^r ^ J: v'^ n t =Jr r ^ /i' ;i- =5r •> S , SifeS 



2 0 1 
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*7t, R\ R\ R\ R\ R\ R\ R'^^XJ^R'<0 ^ 
« S vMw$6 3S L T e ift 5 W L T ^^ T t> J: SI m * 

6. -«^^(Ia)^' it/ (lb) 




(^if'R'/R'x R\ R*. R'v R'i^ XXfRU-im-t 



2 0 2 
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gJftS^WLTV>-Ct>J:v^Ty -/US, S^S5rWLTV>T t) J: 

TV^T t> <t v>-»-r n T y -A^^^i^m,. gl^S^rW LTV^T t> J: 
n T/i'=5r/i'Z/v^/i'S, E ift S $r ^ L T 1/^ T t) J: T y - 
/l/Z/Udr/Ug. EiftS^^ LTV^T i J: V>^x D T y -/^T/^dr 

i£rWLT^^Tt>i:v>Ty->'^T/^:^p>'^3^dri/S, g»SSr^ LT 
i'^Tt)iV^^xnTy-/i'T>'l'^/U;*-:^ri^S. EiftS*:^LTV> 
Tt>J:v^T/i";r:^yuS, g^ftS^WLTV^Tt> J: v> T -'U = /US 

*/c. R\ R\ R', R\ R\ R\ R'tS ^XfR'<D 7 hm 

^ T V > T t> J: < , gift S ^> ■^^'^ v>o A Uli E ift 5 Sr 
BSttgiftS^rW LTV^Tt J:V^73:=/u||SrS9fe-r5o D 

* li -5: <^ 3SIS^ W i:: If^ $ n 5 tg 5 v> II tK fp 



2 0 3 
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7. -«:^(IIa), (Ilb)io itJf (lie) 




(sCtf R\ R ',. .R\ R.^ R\ R'jS J:UtR*!i;jcj(|J|^.^, yv- 



2 0 4 
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iJ^ n T/udr/ur /l'^/u:;^:^r iXS, fiift S <Sr W L T V> T t J: l/^T y 

^fc. R\ R*, R\ R\ R\ R iUtR '(O 5 •? ^ 5 

A IR B ift S «r L T V ^ T J; V > 5§= # ^ ^ ft ;*c 3{e m * II ?F ga 

fn1S5^m$rS*-r5o B SliSiftSiSrW tXV^T t> J: 7 a: ^^^u 

Dll«aiSSr*LTV^Tt J: V n ;)& /u ;if S $r 

) 

8. -j^^dlla), (IIIb)*5 (IIIc) 




2 0 3 
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(mb) 



one) 



(^'P. R\ R\ R\ R\ R\ R*:t6 XUR*\t7l(.mm^. 
SSr W LT ^^T t) J: V^i^^ o T/i'^/um. (SiftS L T T t 
fS}ftS$rWLTl/^T 1> J:v^teiar/U3 gift S iSr L T 

y — /u ^ S . E S ^ ^ L T 1^ ^ X j; t V ^ a t /u T /u 
^WLTV>TtJ:V^^X^Ty -yUT/Udr/U£, fiJftSI:^ LT 

y-/UT/i':3r/i';d-=3p->S, giftSilr^rLTV^Ttiv^-^xazy 



2 0 6 
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^tz. R\ R\ R\ R\ R\ R'io XXJ^R'<D 0 hm*) -t 0 

A ai li gift 5 iS: W L T ;^>T t i VN^rWiK^^k^Mff ll ^ « ^IS 

91 «^ * 14.^ <D 31 S ^6<J II $ tt 5 5 V^ {4 ^ O ;k ?P 
9. -ift^dVa), (IVb), (IVc)*5 J;Uf (IVd) 




(IVa) 





2 0 7 
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(IVd) 



(^tR\ R\ R\ R\ R\ R'^^XfR'\tm-^1t\t^ 
^fr. R\ R\ R\ R\ R\ R'iiXXJ^R'<D 0 hm*) ^ 0 

2 oii-i^li/djoT. ^i\.^tii'^iS^ LX\i^immw.'F t-i^iz. 



2 0 8 



wo 97/34869 
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5, BSll|i^ftSlr^^LTV^Tfc J:^^7 3:=/^S$r|f*-^5. D 
10. -jftiCda)*} J;ut(lb) 




( ^ 4> R \ R ' . R \ R\, R\ R \ R >' J: R • « |5l - t 



2 0 9 
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tfc. R\ R\ R\ R\ R\ R\ R'fc* iZJf R*(^ 5 

-iKI^^f o TMSrf^J* LTV^T t) J:v\ r w Sill p ^ 
^TV>T<,J:<x «^ftS?:W LTV^T t, J: u^o A gl li E S ?r 
WLTV>T 't) J: fn -;u|RSrS*-r5. B IRIlfiiftSSr^ LT 

T-^ $ix5 5S*^ 1 . 2 6 J-tEtt<^li^ai^^:<7yU;}?:/K 

^ 3r (*: * II ^ H S ^ W J ;i ^ $ n 5 J£ 5 V ^ li ^ ;K ?D 4^ , 
11. -jlSiCdIa), (lib) ^3 J: t/ (lie) 
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